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1 . Compounds of the general formula 



V Z 



Template 



(I) 



wherein 



)= 


T 


r 


Template 



10 is a group of one of the formulae 



(a1) 



(a2) 



I 

o 

(a3) 



B 



(a4) 



15 



wo 2004/096838 



PCT/EP2003/004641 



91 




wo 2004/096838 



PCT/EP2003/004641 



92 




A 

B 

S is the residue of an L-a-amino acid with B being a residue of formula -NR^*'CH(R^')-; or fhe 
enantioma^ of one of ttie groups Al to A69 as defined hereinaften or, in case the tranplate is of 
type (a4), also a residue of an amino acid with B being a residue of formula 
-NR^-C2l2-C6H4-CH2-; 
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R' is H; lower alkjd; or aryl-lower alkyl; 

R' is H; alkyl; alkenyl; -iCa^JCHR^^OR"; -(CH2)„(CHR«'),SR^«; 
-(CH2UCHR*')am''R'^-(CH2)„(C3IR"),OCONR»'R"; 
5 -(CH2UCHR*')JNR"CONR"R»^ -(CH2)„(CHR'"),CX)0R"; 
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-(CH2)o(CHR*''),CONR"R»;-(CH2)o(CHR"),PO(OR*°)2; 
.(CH2)o(CHR*')s SO^R"; or -(CH2)o(CHR*"),C6H4R«; 
R' is H; alkyl; alkenyl; -(CH2UCHR«'),OR*^; -(CH2)„(CHR").SR'^ 
-(CH2)„(CHR*")sNR"R*';-(CH2UCHR"XOCONR^^R"; 
5 -(CH2UCHR*')»NR='°CONR'V^ -(CH2)„(CHR'"),C00R" ; 

-(CH2)o(CHR").CONR'«R» ; -(CH2)o(CHR""),PO(OR%; 
-(CH2)„(CHR"), SOaR*"; or -(CHjWCHR^'XCsHJR^ 
R* is H; alkyl; alfcenyl; -(CH2)d(CHR*'),OR^^ -(CH2)™(CHR*'),SR'^ - 
(CH2)„,(CHR*')jgR^'R"; 
10 -(CH2UCHR"),OCONR^^R"; -(CH2UCHR")^»C0NR''R'°; 

-(CH2)p(CHR«').COOR"; -(CH2)p(CHR*"),CONR»R»; ^CH2)p(CHR")WOR**%; 
-(CHjMCHR"). SOjR"; or -(CH2)o(CHR*').C6H4R«; 
R' is alkyl; alkenyl; -(CH2)o(CHR«').OR*'; -(CHaUGHR^XSR"; -(CH2)o(CHR*')jqR^^'^; 
-(CH2).(aHDR").OCX)m»^'^KCH2)o(CHR«)jqR*°CONR'^«; 
15 -<CH2)o(CHR").COOR"; -(CH2),(CHR*').C0NR«»R«'; -(CH2)„(CHR")J»0(0R%; 

-(CH2)„(CHR"), SC^R"; or -(CH2)o(CHR"),C6H4R'; 
R* is H; alkyl; alkenyl; -(CH2UCHR*'),OR"; -(CH2)o(CHR*').SR"; - 
(CH2)„(CHR*'WSIR'^"; 

KCH2)o(CHR*'),OCONR"R";^CH2)o(CHR«'),NR2°CONR"R«; 
20 -(CH2)o(CHR*')sCOOR"; -(CH2)o(CHR«').CONR^«R»; -(CH2)o(CHR")J»0(OR«»)2; 

-(CH2)o(CHR"), SOaR'^ or -(CH2)o(CHR*'),C6H4R»; 
R' is alkyl; alkenyl; -(CH2),(CHR*')30R'^ -(CH2),(CHR*'),NR'^R"; 

-(CH2),(CHR*'),OCONR"R"; -(CH2),(CHR«'),NR2°C0NR"R'°; 

-(CH2MCHR*'),COOR"; -(CH2)XCHR*'),C0NR^«R^»; -(CH2MCHR")J>0(0R«»)2; 
25 -(CH2)XCHR<"),S02R«; or -(CH2)^CHR"). C^^'; 

R* is H; CI; F; CF3; NO2; lower aUQ^l; lower alkenyl; aryl; aryl-lower alkyl; 

-(CH2)o(CHR*'),OR"; -(CHjUCHR'^'XSR"; -(CH2)„(CHR*')NR^^^^ ; 

-(CH2)o(CHR")sOCONR"R"; -(CH2)o(CHR*'),NR^*'GONR='^R''^ 

-(CH2)o(CHR«'),COOR"; -(CH2)o(CHR«'),CONR^«R''; -(CH2)„(CHR<")J^(OR«°)2; 
30 -(CH2)o(CHR*')sS02R"; or -(CH2)o(CHR''),COR"; 

R' is alkyl; alkenyl; -(CH2)o(CHR"*'),OR»; -(CH2)o(CHR'')sSR^; -(CH2)o(CHR*'),NR"R^; 

-(CH2)o(CHR")sOCONR"R";-(CH2)o(CHR'*'),NR"CONR"R«^ 

-(CH2)o(CHR"),COOR"; -(CH2)o(CHR")3CONR'»R^'; -(CH2)o(CHR*')sPO(OR«')2; 

-(CHjUCHR*'), SO2R"; or -(CH2)o(CHR*'),CfiH4R''; 
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R'" is alkyl; alkenyl; -(CH2)„(CHR«'X0R"; -(CH2)o(CHR«')sSR«; -(CH2)o(CHR*')JSIR"R"; 

-(CH2)o(CHR*^%OCONR^'R"; -(CH2)o(CHR«'),NR"CONR'^R«^ 

KCH2)o(CHR")«COOR"; -(CH2).(CHR«),CONR«R^'; -(CH2)„(CHR« VO(OR«°)2; 

-(CH2)o(CHR«')3 SOzR"; or -(CH2)o(CHR"),C6H4R''; 
5 R" is H; alkyl; alkenyl; -(CH2)„(CHR«*')30R^^ -(CH2UCHR'*')3NR^'r"»; 

-(CH2)™(CHR*'),0C0NR^^R";-(CH2UCHR«')^2°C0NR"R«; 

-(CH2)o(CHR«'),COOR"; -(CH2),(CHR*').C0NR*«R^»; <CH2)o(CHR«')sPO(OR'^»)2; 

-(CH2)o(CHR"),S02R«; or-(CH2)o(CHR«'), C^''; 
R" is H; alkyl; alkenyl; -(CH2UCHR«')sOR"; -(CH2)„(CHR«')sSR^^ 
10 -(CH2)„.(CHR*')sNR"R'^;^CH2UCHR'").OCONR"R«; 

-(CHjUCHR^XMR^CONR'^"; -(CH2UCHR«').C00R"; - 

(CH2MCHR").CX>NR^»R»; -(CH2X(CHR")^0(0R«%; -(CH2MCHR«'), S02R«; or - 

(CH2MCHR").C6H4R»; 
R" is alkyl; alkenyl; -(CH2),(CHR«).OR«; -(CH2),(CHR").SR"; -(CH2),(CHR")Jn|R"R'*; 
15 -(CH2),(CHR*'),0C0NR'V^ -(CH2),(CHR«')JNR*OCONR«R'°; 

-(CH2),(CHR«').COOR"; -(CH2)^CHR*').CONR«^'»; -(CH2),(CHR«')^0(OR«»)2; 

-(CH2),(CHR«')s SO2R"; or -(CH2),(CHR*'),C6H4l»; 
R" is H; alkyl; alkenyl; -(CH2UCHR*'),OR"; -(CH2)«(CHR«'),NR»R"; 

-(CH2UCHR«'),0C0NR'V^-(CH2UCHR")JSIR2'»C0NR''R'°; 
20 -(CH2),(CHR*^')sCOOR"; -(CH2),(CHR«'),CONR«R»; -(CH2),(CHR")J»0(0R")2;. 

.(CH2),(CHR*")3S0R«^; or -(CH2),(CHR"). QR^"; 
R'* is alkyl; alkenyl; -(CH2)o(CHR^'),OR"; -(CH2)„(CHR*'),SR«; -(CH2)o(CHR")jqR"R"; 

-(CH2)o(Cim*'),OCONR"R";-(CH2)o(CHR")sNR2°CONR'^R'«; 

-(CH2)o(CHR")3COOR"; -(CH2)o(CHR*'),CONR*''R»; -(CH2)„(CHR")sPO(OR«°)2; 
25 -(CH2)o(CHR<"), SOaR"; or -(CH2)„(CHR*'),QH4R''; 

R"* is alkyl; alkenyl; -(CH2)o(CHR«')sOR'^ -(CH2)o(CHR«'),SR^'; -(CH2)„(CHR*'),NR"R"; 

-(CH2)o(CHR<")30CONR"R";.(CH2)o(CHR'''),NR2°CONR"R«^ 

-(CHa)o(CHR'")sCOOR"; -(CH2)o(CHR'")sCONR»R^'; -(CH2)o(CHR*')^0(OR%; 

-(CH2)o(CHR«'), SOjR"; or -(CH2)„(CHR<"),C6H4R«; 
30 R" is alkyl; alkenyl; -(CH2),(CHR«'),OR^^ -(CH2)q(CHR'^'),SR^«; -(CH2)q(CHR*'),NR"R^''; 

-(CH2),(CHR«'),OCONR"R"; -(CH2),(CHR«),NR=^°C0NR"R«^ 

-(CH2),(CHR«')sCOOR"; -{CH2)<,(CHR<''),C0NR"R»; -(CH2),(CHR«')J>0(0R<'°)2; 

-(CH2),(CHR")s S02R«; or -(CH2),(CHR«'XC6H4R»; 
R'" is alkyl; alkenyl; -(CH2)p(CHR«'),OR«; -(CH2)p(CHR«')sSR"; .(CH2)p(CHR«'),NR^^R"; 



wo 2004/096838 



PCT/EP2003/004641 



99 



-(CH2)p(CHR«'),OCONR"R"; -(CH2)p(CHR«'),NR^°C0NR"R'«; 

-(CH2)p(CHR''')3COOR"; -(CH2)p(CHR*'),CONR*''R*'; -(CH2)p(CHR'")sPO(OR«°)2; 

-(CH2)p(CHR'"), SO2R"; or -{CH2)o(CHR«'),C6H4R«; 
R" is lower alkyl; -(CH2)p(CHR*')sOR^^ -(CH2)p(CHR«'),SR«; -(CH2)p(CHR<*'),NR"R"; 
5 -(CH2)p(CHR"),OCONR"R"; -(CH2)p(CHR*')J^20cONR"R«^; 

-(CH2)p(CHR«'),COOR^'; -(CH2)p(CHR*'XC0NR^''R"; -(CH2)p(CHR<'')J>0(0R%; 

-(CH2)p(CHR«'), SO2R"; or -(CH2)„(CHR«')sC6H4R^ or 
R"» and R" taken together can farm: -(CH2W; -(CH2)20(CH2)2-; -(^2)28(012)2-; or 

-(CH2)2NR"(CH2)2-; 
10 R^° is H; allqd; alkenyl; or aryl-lower allqrl; 

R^' is H; alkyl; alkenyl; -(CH2)o(CHR*'),OR«; -(CH2)o(CHR"),SR*; - 

(CH2)o(CHR*')^"R**; 

-(CH2)o(CHR«'),OCONR"R";-(CH2).(CHR*')JJR2°CONR''R''^ 
-(CH2)o(CHR«"),COOR"; -(CH2)o(CHR«'),CONR"R»; -(CH2)o(CHR")J»0(OR«°)2; 
15 -(CH2)o(CHR*'), SOjR"; or -(CH2)o(CHR«').C6H4R»; 

R^ is H; alkyl; alkenyl; -(CH2)o(CHR"),OR"; -(CH2)„(CHR"),SR*; - 
(CH2)o(CHR"),NR"R^*; 

-(CH2)o(CHR").OCONR"r";-(CH2)o(CHR").NR*"'CONR'^'«; 

-(CH2).(Cm").COOR"; -(CH2)„(CHR").CONR«'r'»; -(CH2)o(CHR").PO(OR«»)2; 
20 -(CH2)o(CHR«'). SOzR*'; or -(CH2)„(CHR").C6H4R'; 

R" is alkyl; alkenyl; -(CH2)o(CHR"),OR«; -(CH2)o(CHR").SR'*; -(CH2)„(C3iR*')J^»R'''; 

-(ai2)o(CHR"),OCONR"R";-(CH2)o(CHR")^^°CX)NR^^''*; . . 

-(CH2)o(CHR"),COOR"; -(CH2)o(CHR*'),CONR«'r'»; -(CH2)„(CHR")3P0(0R%; 

-(CH2)o(CHR''')s S02R*^ or-(CH2)o(CHR«')3C6H4R''; 
25 R^^ is alkyl; alkenyl; -(CH2)o(CHR'^'),OR^^ -(CH2)o(CHR*')sSR"; -(CH2)„(CHR«'),NR"R'*; 

-(CH2)o(CHR")30CONR"R'^ -(CH2)o(CHR"),NR2°CONR»R«2; 

-(CH2)o(CHR*'),COOR";-(CH2)o(CHR''),CONR*«R^';.(CH2)„(CHR'")»PO(OR%; 

-(CH2)o(CHR")s S02R'^ or-(CH2)o(CHR«'),C6H4l'; 
R" is H; alkyl; alkenyl; -(CH2)„(CHR")sOR«; -(CH2)„(CHR«'),SR'«; 
30 -(CH2)n,(CHR«'),NR"R'^ -(CH2)™(CHR«'),OCONR"r"; 

-(CH2)n.(CHR'"),NR"CONRV;-(CH2)o(CHR'^')3COOR"; 

-(CH2)o(CHR'")sCONR'*R''; -(CH2)o(CHR*'),PO(OR*°)2; 

-(CH2)o(CHR"),S02R'^ or -(CH2)o(CHR'"),C6H4R''; 
R'* is H; alkyl; alkenyl; -(CH2)„(CHR"X0R«; -(CH2)m(CHR*''),SR«; 
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-(CH2)m(CHR"),NR"R''';-(CH2)„(CHR«')sOCONR"R'^ 
-(CH2UCHR*'),NR^''CONR"R«^ -(CH2)o(CHR"),COOR"; - 
(CH2)o(CHR*"),CONR"r5';-(CH2)o(CHR'*'),PO(OR«'»)2; 
-(CH2)o(CHR"), SO2R"; or -(CH2)o(CHR")sC6H4R''; or 
5 R"^ and R" taken together can form: -(CH2)2^s-; -(CH2),0(CH2)r; -(CH2)rS(CH2)ri or 
-(CH2).NR"(CH2)r-; 
R" is H; alkyl; alkenyl; -(CH2)o(CHR*'XOR»; -(CH2)o(CHR*'),SR^^ - 
(CHzMCHR^'^NR^R^"; 

<CH2)o(CHR«').COOR";-(CH2)o(CHR«')sCONR"R^^-(CH2)o(CHR*')sOCOMl"R"; 
10 -(CH2)„(CHR'")^2''C01SIR''R'°; -(CH2)„(CHR*'),PO(OR%; 

-(CH2)„(CHR"), SOiK^h or -(CH2)o(CHR*"),CfiH4R''; 
R" is alkyl; alkenyl; -(CH2)o(CHR"),-OR"; -(CHjUCHR*'), SR«; -(CH2UCHR"), 
NR^'R"; 

-(ai2)o(Cm«%OCX)lSIR"R'^-(CH2UCHR").NR^»CONR''R'"; 
15 -(CH2)«(CHR"). COOR"; -(CHiMCHR"). CONR*'^"; ^CHzUCHR"), PO(OR«°)2; 

-(CH2)o(CHR«'), SOjR"; or KCH2)o(CHR"), CsHoR'; 
R» is alkyl; alkenyl; -(CH2)„(CHR")30R"; -(CH2)„(CHR"),SR'«; -(CH2)o(CHR*')jqR"R'*; 
KCH2)o(C3m*').OCX)NR"R'^-(CH2)o(CHR«')J^lR*'>CONR"R'«; 
-(CH2)„(CHR"),COOR"; -(CH2)o(CHR")sCONR*«R''; .(CH2)o(CHR")JPO(OR'°)2; 
20 -(CH2)o(CHR«'), S02R*^ or -(CH2)o(CHR").QH4R»; 

R^" is alk^; alkenyl; or aiyl-lower alkyl; 

R" is H; alkyl; alkenyl; -(CH2)p(CHR"),OR"; -(CH2)p(CHR")jqR''R'*; 

<aa2)p(CHR"),OCONR''R'^^CH2)p(CHR«')sNR'°CONR''R«; 

-(CH2)6(CHR*'),COOR"; -(CH2)„(CHR").C0NR«'R''; -(CH2)„(CHR*').PO(OR*»)2; 
25 -(CH2)o(CHR*')sS02R*°; or -(CHiUCHR"). C^fl^'i 

R^^ is H; lower alkyl; or aryl-lower alkyl; 

R" is H; alkyl, alkenyl; -(CH2)„(CHR*')sOR''; -(CH2)n,(CHR«'),NR"R"; 
-(CH2)™(CHR*')sOCONR"R«^ -(CH2)n,(CHR")sNR^°CONR"'R''^ 
-(CH2)o(CHR«'),COR"; -(CH2)o(CHR«')3-CONR"R«, -(CH2)„(CHR*")J»0(0R*°)2; 
30 -(CH2)o(CHR*^')3 SO2R"; or -(CH2)o(CHR*"),C6H4R''; 

R^" is H; lower alkyl; aryl, or aryl-lower alkyl; 

R'' and R'* taken together can form: -(CH2)2^-; -(012)20(012)2-; -(012)28(012)2-; or 

-(ai2)2NR"(CH2)2-; 
R" is H; alkyl; alkenyl; -(Ol2)„(OlR*'),0R"; -(CH2)™(CHR")sNR''R"; 
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-(CH2UCHR«'),OCONR'^R'5;-(CH2UCHR"),NR^°CONR"R«^ 
.(CH2)p(CHR«'),COOR"; -(CH2)p(CHR"XCONR"R^'; -(CHz)p(CHR*')J»0(OR%: 
-(CH2)p(CHR«'),S02R«; or -(CH2)p(CHR'''X Qn^R^ 
is H, alkyl; alkenyl; -(CH2)o(CHR*'),OR«: -(CH2)p(CHR*')3NR"R"; 
5 -<CH2)p(CHR*")30CONR»R«; -(CH2)p(CHR«')^2°CONR«R«; 

-(CH2)p(CHR«=')3COOR"; -(CHiUCHR'^^CONRV; -(CH2)p(CHR")J»0(0R%; 
-(CH2)p(CHR'"),S02R«; or -(CH2)o(CHR'''), QH4R''; 
K" is H; F; Br; CI; NO^; CFj; lower alkyl; -(CH2)p(CHR*"),OR«; -(CH2)p(CHR"),NR"R^''; 
.(CH2)p(CHR«').OCX)NR"R^^-(CH2)p(CHR«'),NR^»CONR^^«; 
10 -(CH2)„(CHR«'),COOR"; -(CH2)o(CHR*'),CONR^R»; -(CH2)„(CHR«')^0(OR«')2; 

-(CH2)o(CHR«').S02R«; or -(CHzWCHR'*'), C^'; 
R" is H; F; Br; CI; NO2; CF3; alkyl; alkenyl; -(CH2)p(CHR«').OR«; - 
(CH2)p(CHR«'),NR«R'<; 

-(CH2)p(CHR«),OCONR"R«;-(CH2)p(CHR«')jaR»>CONR"R«; 
15 -(CH2)o(CHR«).COOR"; -(CH2)„(CHR«').CONR»R»; -(CH2)o(CHR")J»0(OR%; 

-(CH2)o(CHR««)^02R«'; or -(CH2)„(CHR«').C6H4R»; 
R'' is H; allQd; alkenjd; or arjd-lower alkyl; 
R*"* is H; alkyl; alkenji; or arjl-lower allqrl; 

R*' is H; F; Br, CI; NO2; CF3; alkyl; alkenyl; -(CH2)p(CHR"),OR«; - 
20 (CH2)p(CHR"),NR"R'*; 

-(CH2)p(CHR«').OCONR»R";KCH2)p(CHR«').NR'°CONR"R'«; 
-(CH2)c(CHR«')3COOR"; -(CH2)„(CHR*"),C0NR'»R»; -(CH2)o(CHR«'),PO(OR%; 
-(CH2)o(CHR*'XS02R*^ or -(CHzWCHR*'), CjHJt"; 
R*' is H; F; Br; CI; NO2; CF3; alkyl; alkenyl; -(CH2)p(CHR«'),OR«; - 
25 (CH2)p(CHR*').NR"R^*; 

-(CH2)p(CHR'^'XOCONR"R'^-(CH2)p(CHR'"),NR^<>CONR=''R'«; 
-(CH2)o(CHR«'),COOR"; -(CH2)o(CHR«),CONR* V; -(CH2)o(CHR").PO(OR«»)2; 
-(CH2)„(CHR'"),S02R«; or -(CHzMCHR"'), Csftjl''; 
R« is H; alkyl; alkenyl; -(CH2)„,(CHR«').OR"; -(CH2)„(CHR«'),NR"r"; 
30 -(CH2UCHR«')30CONR"R«; -(CH2UCHR«')3NR^°CONR^^R«; 

-(CH2)o(CHR*')3COOR";-(CH2)o(CHR«'),CONR"R«;-(CH2)„(CHR«'),PO(OR«"%; 
-(CH2)o(CHR'"),S02R«; or -(CHzMCHR"), QH^R^ 

R** is alkyl; alkenyl; -(CH2)r(CHR'")30R«; -(CH2),(CHR'^')3SR"; -(CH2)KCHR*').NR^^R^^ 

-(CH2)XCHR«')30CONR"R"; -(CH2),(CHR<>')3NR^»C0NR"R«^ 
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-(CHzMCHR^'XCOOR'^; -(CH2),(CHR<'')sCONR*»R»; -(CH2)XCHR")sPO(OR%; 

-(CH2)XCHR*"), SOiR^^ or -(CH2)XCHR*'XC6H4R«; 
R"' is H; alkyl; alkenyl; -(CH2)o(CHR"),OR'^ -(CH2)o(CHR*').SR«'; - 

(CH2)o(CHR'"),NR"R'*; 
5 -(CH2)o(CHR*')sOCONR'^R"; -(CH2)o(CHR")^2°CONR"r"; 

-(CH2)o(CHR'^')sCOOR"; -(CH2)»(CHR"),C0NR^R''; -{CH2)s(CHR^»),PO(OR")2; 

-(CH2)s(CHR''), SOzR"; or -(CH2)s(CHR"),C6H4R''; 
R"' is H; alkyl; alkenyl; or -(CH2)„(CHR*")pC6H4R*; 
R*' is H; alkyl; alkenyl; or -(CH2)o(CHR**),OR"; 
10 R'"is H; lower alkyl; lower alkenyl; or aryl-lower alkyl; 

R*» is H; alkyl; alkenyl; -(CHR«'),COOR"; (CHR«'),C0NR'»R'»; (CHR'')sPO(OR%; 

-(CHR*'),SOR«; or -(CHR«'')3C6H4R''; 
R*' is H; lower alkyl; or arjd-lower alkyl; 

R" is H; alkyl; alkenyl; -(CH2)m(CHR"),OR"; -(CH2UCHR*')sSR'«; 
15 -(CH2UCHR")^3'R*»; -(CHjUCHR^XOCONR'^"; 

-(CH2UCHR")JSIR'»CONR'^«; -(CH2)o(CHR"),COOR"; 
KCH2)„(CHR").CONR«^»;<CH2)„(CHR")pPO(OR«»)2; 
-(CH2)p(CHR"), SOjR"; or -(CH2)p(CHR"),C6H4R''; 
R« is H; alkyl; alkenyl; -(CH2)m(CHR'"),OR"; -(CH2UCHR"),SR*^ 
20 -(CH2UCHR*')^''R"; -(CH2UCHR").0C0NR»'R«; 

-(CH2)„(CHR")jqR»»CONR'»R'»; -(CH2)o(CHR").COOR"; 
-(CH2)o(CHR").CONR'»R»;KCH2)„(CHR")pPO(OR«')2; 
-(CH2)p(CaaR*'). SO2R"; or -(CH2)p(CHR«').C6H4R''; 
R" is H; alkyl; alkenyl; -(CH2UCHR"),OR«; -(CH2)aCHR"),SR'«; - 
25 (CHjUCHR^'XNR^R^*; -(CH2UCHR").0C0NR'^"; 

-(CH2)„,(CHR")3NR^''CONR^^«^.(CH2)o(CHR*'),COOR"; 
-(CH2)o(CHR"),CONR^»R^'; -(CH2).(CHR")pPO(OR*)2; 
-(CH2)p(CHR*')s SO2R"; or -(CH2)p(CHR*')sC6H4R^ 
R** is H; alkyl; alkenyl; -(CH2UCHR")»0R"; -(CH2)„(CHR'")sNR"R'*; 
30 -(CH2UCHR*'),OCONR^'R'^ -(CH2UCHR'')^^°CONR^^«^ 

-(CH2)o(CHR")COOR"; -(CH2)o(CHR'"),CONR^ V; or -(CH2)o(CHR*'), C^H^'; 
R" is H; lower allqrl; lower alkenyl; aiyl-lower alkyl; -(CH2)m(CHR"),0R"; 
-(CH2)m(CHR*'),NR^''R";-(CH2)„(CHR*')sOCONR"R'"; 
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KCH2).„(CHR")JSIR^°CONR'«R«^ -(CH2).(CHR"),.COR"; .(CHaUCH^^ 
or 

-(CHzUCHR^'XCONR'V; 
is H; lower alkyl; lower alkenyl; aryl-lower alkyl; -(CH2)m(CHR*'),OR^'; 
5 -(CH2)™(CHR")^"R«; -(CH2)„.(CHR«'),OCONR"R«^ 

-(CH2UCHR«')jm^°CONR"R«^ -(CHzUCHR^'VCOR^; or 
-<CH2)o(CHR*'),CONR'»R»; 
R" is H; lower allq^l; lower alkenyl; aryl lower alkyl; or heteroaryl lower alkyl; 
R" is H; lower alkyl; lower alkenyl; aryl; heteroaryl; aryl-lower alkyl; or heteroaiyl-lower 
10 alkyl; 

R" is H; lower allQfl; lower alkenyl; aryl; heteroaryl; arjd-lower alkyl; or heteroaiyl-lower 
elkyl; or 

R*» and R" taken together can form: -(CHj W; <Ca^0iai^2-, -iCM^SiCa^-i at 
-(CH2)2NR"(CH2)2-; 
15 R*° is H; lower allqrl; lower alkenyl; aryl; or aiyl-lower allqrl; 

R" is allqrl; alkenyl; arjd; heteroaryl; aryl-lower allqfl; hetaoaryl-lower allqfl; -iCO^jOR."; 
-(CH2)J^"R'*; -(CH2)„,OCONR''R«; -(CH2)«NR'°CONR'»R''*;-(CH2)oCOOR"; 
-(CH2)oNR*^*'; or-(CH2)oPO(COR*'*)2; 
R" is lower alkyl; lower altenyl; aryl, heteroaryl; or arjd-lower allqrl; 
20 R" is H; lower alkjd; lower alkenyl; aryl, heteroaryl; aiyl-lower alkyl; heteroarjd-lower 
alkyl; 

-COR"; -COOR"; -CONR^'R^; -SOzR"; or -POCOR^; 
R"and R" taken together can form: -(CH2W; -<CH2)20(CH2)2-; -iCHihSiCaih-; or 
-(CH2)2NR''(CH2)2-; 

25 R^'is H; lower alkyl; lower alkenyl; aryl; heteroaryl; ar^-lower alkyl; heteroaryl-lower 
alkyl; 

-(CH2)p(CHR«'),OR"; -(CH2)p(CHR"),SR«*; or -(CH2)p(CHR«'),NR'''R"; 

-(CH2)p(CHR*'),OCONR"R"; -(CH2)p(CHR*')3NR^°CONR™R'«; 
R" is H; lower alkyl; lower alkenyl; aryl, aryl-lower alkyl; heteroaryl-lower alkyl; -COR*'; 
30 -COOR"; or -CONR*«R»; 

R" is H; lower alkyl; lower alkenyl; aryl; aryl-lower alkyl; heteroaryl-lower alkyl; or 

-CONR"R"; 



wo 2004/096838 



PCT/EP2003/004641 



104 

Z and Z' are chains of n and, respectively, n' a-amino acid residues whereby either n is 4 and 
n' is 6 or n is 5 and n' is 7, the positions of said amino acid residues in said chain Z being 
counted starting from the N-temiinal amino acid and the positions of said amino acid residues 
in said chain Z' being counted starting from the C-terminal amino acid, whereby these amino 
5 acid residues are, depending on their position in the chains, Gly, or Pro, or of one of the types 

C: -NR*''CH(R")CO-; 

D: -lSIR^»CH(R")CO-; 

E: -NR*'»CH(R'*)CO-; 

10 F: -NR^'>CH(R'^CO-; and 

H: -NR=**'-CH(CO-HCH2)4.7-CH(CO-)-NR»'s 

-NR"-CH(CO-)-(CH2)pSS(CH2)p-ai(CO-)-NR^"»-; 

-m^-OI(CO-)-(KCH2)pNR2«CO(CH2)p-CH(CO-)-NR^°-; 

-NR~<3I(CO-)<-(CH2)pNR^C0NR"(CH2)p43H(CO-)-m*»SM^ 
15 I: -NR^CHzCO-; 

R" is lower alkenyl; -(CH2)p(CHR"),OR"; -(C3J2)p(CHR*'),SR"; 

-(CH2)p(CHR'"),OCONR"R'*; 

-(CH2)o(CHR")sCOOR"; -(CH2)pCONR»R''; -(CH2)pPO(OR«)2; -(CH2)pS02R*'; or 

-(CH2)o-C6R"R*W'^"; 
20 R'^ is H, lower alkyl; lower alkenyl; -(CH2)i,(C3JR'"),OR'"; or -(CHayCHR^XSR"; 
R'' is -(CHa)oR"; -(CH2)rO(CH2)oR"; -(CH2)^(CH2)oR"; or -(CH2),NR^°(CH2)oR"; 
R« is -(CH2)pNR' V; -(CH2)pNR"R'«'; -(CH2)pC(=NR'«^NR'«R''; -(CH2)pC(=NOR")NR^''R"; 

KCH2)pC(=l^'»R''^NR'«R";-(CH2)pNR«°C(=NR''°)NR™R''; 

25 -(CH2)pC6n,C(=NR»°)NR™R"; -(CH2)pQH4C(=NOR^'^NR^«R"; 

KCH2XO(CH2)pC(=m«'>)NR™R™;-(CH2XO(CH2)pC(=NOR*°)NR'«R": 
KCH2XO(CH2)pC(=N^fR'«R'')^IR'»R'';-(CH2),0(CH2)JSR^C(=^^ 
30 -(CH2XO(CH2)„,N=C(NR''«R«°)NR'V; -(CH2XO(CH2)pC6H4CNR"'R"; 

-(CH2XO(CH2)pC6H4C(=NR«'^NR'V^KCH2)^(CH2)pC6H4C(=NOR^'')NR'^ 
-(CH2)rO(CH2)pC6H4C(=NNR"R™)NR"R"; 

.(CH2)rO(CH2)pQH4NR'«*C(=NR«°)NR'«R''; -(CH2)3(CH2)mNR'«R"; 
-(CH2),S(CH2)™NR"R«»;-(CH2),S(CH2)pC(=NR«°)NR'«R"; 
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KCH2)^(CH2)pC(=NOR5°)NR™R'';-(CH2),S(CH2)pC(=Nm'«R'')jm'«R^'; 

.(CH2)^(CH0pC6H4Cm'«R™;-(CH2)^(CH2)pC6H4C(=NR''°)NR''R'»; 
-(CHaXS(CH2)pC6H4C(=NOR«')NR"'R"; -(CH2),S(CH2)pC6H4C(=NNR'»R'')NR^«R''; 
5 -(CH2),S(CH2)pC6H4NR'«'C(=NR'«^NR'»R"; -(CH2)pNR''°COR"; KCH2)pNR«°COR"; 

-(CH2)pNR'"'CONR™R''; or -(CH2)pQH4NR'«»CONR"R''; 
R"is lower alIc/1; lower alkra^; or aijd-lowerallQ^l; 

R" and R" taken together can form: -(CHjW; <CH^OiCH2)2-; -iCHihSiCRih-i or 
-(CH2)2NR"(CH2)2-; 

1 0 R" and R"' taken together can form: -(CJIj W; -(CH2)20(CH2)2-; -iCaihSCCHih-; or 
-(CH2)2NR"(CH2)2-; 
R'** is H; lower alkyl; lower alkeaiyl; aryl-lower alkjd; -(CH2)„OR'^; -(CH2)oSR'^; 
-(CH2)J^"R*'; -(CH2)oOCONR^'R«; -(CHaXa^^'CONR'^''^ 
-(CH2).C(X)R"; -(CH2)oCONR'»R»; -(CH2)„PO(OR")2; -(CH2)pS02R*'; or 
15 -(CH2)oCOR«*; 

R" is -C6R"R"R*®R"*R"; or a heteroaryl group of one of the formulae 



HI H2 H3 H4 H5 



N-\(^ /7-^^^^ V-^^R^ N-N 



R« R" r81 ^81 

H6 H7 H8 H9 H10 

N-N N-n^R*" N-a^R^ N 



W" H12 H13 H14 HIS 

-^y^ x>-^ r^-"' 



N' -^N^ 



H16 H17 H18 H19 H20 




H46 



H47 



H48 



H49 
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R^* is H; lower alkyl; aryl; or aryl-lower alkyl; 

R^* and R*^ taken together can form: -(012)2-6-; -(CH2)20(CH2)2-; -(^2)28(^2)2-; or 

-(CH2)2NR"(CH2)2-; 
5 R" is H; lower alkyl; aryl; or aryl-lower alkyl; or 

R^^ and R", taken together, can be -(CH2)2.7-; -(CH2)20(CH2)2-; or -(CH2)2NR"(CH2)2-; 
R*° is H; or lower allQ'l; 
R" is H; lower alkyl; or aryl-lower alkyl; 
R" is H; lower alkyl; aryl; heteroaryl; or aryl-lower alkyl; 
1 0 R'^ and R" taken together can form: -(CH2)2-«-; -(CH2)20(CH2)2-; -(CH2)2S(CH2)2-; or 

-(CH2)2NR''(CH2)2-; 
R" is H; lower alkyl; aryl; or -NR''R^'; 

R"* is -(CH2)pCONR"R''; -(CHzV^^'CONR^R"; -(CH2)pC6H4CONR™R"; or - 
(CH2)pC6H4NR'"CONR''^'»; 
1 5 R** is lower alkyl; or lower alkenyl; 

R*» is R"; -[(CH2)„-X]r(CH2)vNR"»R"; -[(CH2)„-X],-(CH2)v-C(=NR'«')NR'«R''; X is -0-. -NR^»-, 




H50 H51 H52 H53 H54 

-S-, -OCOO-, u is 1-3, t is 1-6, v is 1-3; 



20 with the proviso that in said chains Z and Z' of n and , respectively, n' a-amino acid residues 

if n is 4 and n' is 6, the amino acid residues in' positions 1 to 4 of Z and in positions 1' to 6' 
of Z' are: 



25 - PI 

P2 
P3 
P4 



of type C or of type D or of type E or of type F, or the residue is Pro; 

of type E or of type F; 

of type F, or the residue is Pro; 

of type E; 
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pr 

P2' 
P3' 
P4'; 
P5 
Pff: 



of type C or of type D or of type E or of type F, or the residue is Glj^, 

of type D or of type C; 

of type F or the residue is Pro; 

of type D or of type C; 

of type E, or of type F or the residue is Pro; and 
of type E or of type F, or the residue is Pro; or 



10 



and 



P3 and P3', taken together, can form a group of type H; 



15 



20 



if n is S and n* is 7, the amino acid residues in positions 1 to S of Z and in positions V 
to 7 of Z' are: 



PI 
P2: 
P3 
P4 
P5 



of type C or of type D or of type E or of type F, or the residue is Pro; 

of type E or of type F; 

of type F, or the residue is Pro; 

of type F; 

of type E 



25 



pr 

P2» 
P3' 
P4' 
P5' 
P6' 
FT 



of type C or of type D or of type E or of type F, or the residue is Pro; 
of type F; 

of type D or the residue is Pro; 

of type E or of type F; 

of type D, or the residue is Pro; 

of type E or of type F, or the residue is Pro; and 

of type E or of type I, or the residue is Gly; or 



30 



P2 and P2' and/or P4 and P4*, taken together, can form a group of type H; 



at P7' also D-isomers being possible. 



and pharmaceutically acceptable sahs thereof. 
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2. Compounds according to claim 1 vdierein 



)= 


> 




Template 



is a group of formula (al) or (a2). 

5 

3. Conqiounds according to claim 2 v^erein A is a group of one of the formulae Al to 
A69; 

R' is hydrogen or lower alkyl; 

is H; lower alkyl; lower aU^yl; -(CH2)mOR" (yvbexc R" is lower allgrl; or lower alfcenyl); 
10 -CH2),„SR** (where R*' is lower alkyl; or lower alkenyl); -iCai)jm?^R^ (where R" is lower 
allqrl; or lower alkenyl; R'* is H; or lower alkjd; or R'' and R** taken together are -(CHz)^-; - 
(CH2)20(CH2)2-; 

-(CH2)2S(CH2)2-; or -(CH2)2lSIR"(CH2)2-; where R" is H; or lower alkyl); - 
(CH2)mOCONR"R" (where R" is H; lower alkyl; or lower alkenyl; R" is lower alkyl; or R" 
1 S and R^^ taken together are 

-(CH2)24i-; -(CH2)20(CH2)2-; -(CH2)2S(CH2)2-; or -(CH2)2NR"(CH2)2-; where R" is H; or 
lower alkyl); 

-(CH2)„jm^''C01SIR"R'" (where R=" is H; or lower alkyl; R" is H or lower alkyl; or lower 

alkenyl; is H; or lower alkyl; or R" and R*^ taken togetha: are -(CHih^-; -(CH2)jO{Ctl2h-', 
20 -(CH2)2S(CH2)2-; or -(CH2)2NR"(CH2)2-; where R" is H; or lower alkyl); - 

(CH2)oN(R'°)COR"(where: R'° is H; or lower alkyl; R*^ is lower alkyl; or lower alkenyl); 

(CH2)oC0OR" (where R" is lower alkyl; or lower alkenyl); -(CH2)oCONR**R^' (where R^ is 

lower alkyl; or lower alkenyl; and R" is H; or lower allqrl; or R" and R*' taken together are - 

(CH2)2^-; -(CH2)20(CH2)2-; -(CH2)2S(CH2)2-; or 
25 -(CH2)2NR"(CH2)2-; where R" is H; or lower alkyl); -(CH2)oPO(OR"'°)2 (where R*° is lower 

alkyl; or lower alkenyl); -(CH2)oS02R" (where R" is lower alkyl; or lower alkenyl); or - 

(CH2)qC6H4R' (where R' is H; F; CI; CFj; lower alkyl; lower alkenyl; or lower alkoxy); 

R^ is H; lower alkyl; lower alkenyl; -(CH2)mOR*^ (where is lower alkyl; or lower alkenyl); 

-(CH2)mSR" (where R" is lower alkyl; or lower alkenyl); -(CH2)™NR"R" (where R" is lower 
30 alkyl; or lower alkenyl; R^* is H; or lower alkyl; or R" and R^" taken together are -(CHih-i-: 

-(CH2)20(CH2)2-; -(CH2)2S(CH2)2S or -(CH2)2NR"(CH2)2-; where R" is H; or lower alkyl); 
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-(CH2)mOCONR"R'^ (where R" is H; or lower alkyl; or lower alkenyl; R'* is lower allgrl; or 
R" and R" taken together are -(^2)2^-; -(CH2)20(CH2)2-: -(CH2)2S(CH2)2S or - 
(CH2)2NR"(CH2)2-; where R" is H; or lower alkyl); -(CH2) JSIR^^CONR^R"^ (where is H; 
or lower alkyl; R" is H; or lower alkyl; or lower alkenyl; R®^ is H; or lower alkyl; or R" and 
5 R" taken togeflier are -(CH2)2^-; 

-(CH2)20(CH2)2-; '(CHihSiCKih-; or -(CH2)2NR"(CH2)2-; where R" is H; or lower alkyl); 
-(CH2)oNCR^)COR** (where: R" is H; or lower alkyl; R" is lower alkyl; or lower alkenyl); 
-(CH2)„COOR" (where R" is lower alkyl; or lower alkenyl); -(CH2)oCONR*^'' (where R* is 
lower zlkyl; or lower alkenyl; and R" is H; lower alkyl; or R" and R" taken together are - 
10 iCRiW, 

-(CH2)20(CH2)2-; -(CH2)2S(CH2)2-; or -(CH2)2NR"(CH2)2-; where R" is H; or lower alkyl); 

-(CH2)6PO(OR*°)2 (where R* is lower alkyl; or lower alkenyl); -(CH2)oS02R*^ (where R** is 

lower alkyl; or lower alkenyl); or -(CRi^CtiH^* (where R* is H; F; CI; CF3; lower alkyl; 

lower alkenyl; or lower alkoxy). 
15 R" is H; lower allqrl; lower alkenyl; -(CH2)mOR" (M*ere is lower alkyl; or lower alkenyl); 

■iCHi)^^ (where R** is lower alkyl; or lower alkenyl); -(CH2)„J^*'R^* (where R^' is lower 

alkyl; or lower altenyl; R'* is H; or lower allqrl; or R" and R" taken togetiier are -(CH2)2^-; 

-(CH2)20(CH2)2-: -(CH2)2S(CH2)2S or -(CH2)2NR"(CH2)2-; where R" is H; or lower alkyl); 

-(CH2)n,OCONR^ (where R^^ is H; or lower alkyl; or lower alkenyl; R" is lower alkyl; or 
20 R" and R" taken together are -{CMih^; <Cad20(CH.^2-i <CH^2S(Ca2)2-; or - 

(CH2)2NR"(CH2)2-; where R" is H; or lower alkyl); -(CH2),J«1"C0NR''R»' (where R^ is H; 

or lower alkjd; R^^ is H; or lower alkyi; or lower alkenyl; R" is H; or lower allqrl; or R'^ and 

R'^ taken together are -(CH2)2-6-; 

-(CH2)20(CH2)2-; -(CH2)2S(CH2)2-; or -(CH2)2NR"(CH2)2-; where R" is H; or lower alkyl); 
25 -(CH2) JSr(R''')COR*"'(where: R^" is H; or lower alkyl; R" is lower alkyl; or lower alkenyl); 

-(CH2)oCOOR" (where R" is lower alkyl; or lower alkenyl); -(CH2)oCONR"R^' (where R" is 
lower alkyl; or lower alkenyl; and R^' is H; or lower alkyl; or R** and R*' taken together are - 
(CH2)2.6-; 

-(CH2)20(CH2)2-; -(CH2)2S(CH2)2-; or -(CH2)2NR"(CH2)2-; where R": isH; or lower alkyl); 
30 -(CH2)oPO(OR*»)2 (where R*° is lower alkyl; or lower alkenyl); -(CH2)oS02R" (where R*" is 
lower alkyl; or lower alkenyl); or .(CH2),C«H4R'' (where R* is H; F; CI; CFj; lower alkyl; 
lower alkenyl; or lower alkoxy), 

R* is lower alkyU lower alkenyl; -(CH2)oOR^^ (where R" is lower alkyl; or lower alkenyl); 
-(CH2)„SR** (where R^* is lower alkyl; or lower alkenyl); (CH2)oNR"R"' (where R" is lower 
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alkyl; or lower alkenyl; R'* is H; or lower alkyl; or R" and R" taken together are -(CHa)^-; - 

(CH2)20(CH2)2S 

-(CH2)2S(CH2)2-; or -(CH2)2NR"(CH2)2.; where R" is H; or lower alkyl); - 
(CH2)oOCONR^ V (where R" is H; or lower alkyl; or lower alkenyl; R" is lower alkyl; or 
5 R" and R" taken together are 

-(CH2)2^-; -(CH2)20(CH2)2-; -(CH2)2S(CH2)2-; or -(CH2)2NR"(CH2)2-; where R" is H; or 
lower alkyl); -(CH2)oNR'°CONR''R'^ (where R'° is H; or lower alkyl; R^^ is H; or lower alkyl; 
or lower altenyl; R** is H; or lower alkyl; or R^^ and R'^ taken together are -(CH2)2^-; - 
(CH2)20(CH2)2.; 

10 -(CRthSiCKih-; or -(CH2)2NR'^(CH2)2-; where R*' is H; or lower alkyl); - 

(CH2)oN(R*^CX)R" (y/here: R^ is H; or lower alkyl; R" is alkyl; alkenyl; aryl; aryl-lower 
alkyl; or heteroaiyl-lower alkyl); -(CH2)„COOR" (where R" is lower alkyl; or lower alkenyl); 
•<CH2)oCX)NR^" (where R** is lower alkyl; or lower alkenyl; and R*' is H; or lower alkyl; oi 
R» and R** taken together are -(CH^)!^; -(CEihOiOlih-; -(CH2)2S(CH2)2-; or - 

1 5 (C2l2)2NR"(CH2)2-; where R" is H; or lower alkyl); 

-(CH2)„PO(OR*»)2 (where R" is lower alkyl; or lower alkenyl); -(CH2)oS02R" (where R** is 
lower alkyl; or lower alkenyl); or <C3l2)qCeBJBi' (where R» is H; F; CI; CF3; lower alkyl; 
lower alkenyl; or lower alkoxy): 

R* is H; lower alkyl; lower alkenyl; -(CH2)oOR" (where R" is lower alkyl; or lower alkenyl); 
20 KCH2)„SR" (where R*« is lower alkyl; or lower alkenyl); -(CH2)oNR'^" (where R" is lower 
alkyl; or lower alkenyl; R^'* is H; or lower alkyl; or K" and R** taken together are -(012)2.6-; - 

(CH2)20(CH2)2-; 

-(CH2)2S(CH2)2-; or -(CH2)2NR"(CH2)2-; where R" is H; or lower alkyi); - 
(CH2)oOCONR"R" (where R" is H; or lower alkyl; or lower alkenyl; R" is lower alkyl; or 
25 R" and Retaken together are 

-iCH^)2^.; -(CH2)20(CH2)2-; -(^2)28(^2)2-; or -(CH2)2NR"(CH2)2-; where R" is H; or 
lower alkyl); -(CH2)oNR2°CONR"r''^ (where R^" is H; or lower alkyl; R^^ is H; or lower alkyl; 
or lower alkenyl; R"^ is H; or lower alkyl; or R" and R« taken together are -(CH2)2-6-; - 

(CH2)20(CH2)2-; 

30 -(CH2)2S(CH2)2-; or -(CH2)2NR"(CH2)2-; where R" is H; or lower alkyl); - 

(CH2)oN(R^'^COR*'' (where R^° is H; or lower alkyl; R" is lower alkyl; or lower alkenyl); - 
(CH2)oCOOR" (where R" is lower alkyl; or lower alkenyl); -(CH2)oCONR' V (where R" is 
lower alkyl; or lower alkenyl; and R*' is H; or lower alkyl; or R" and R^' taken together are - 
(CH2)2.6S -(CH2)20(CH2)2-; -(CH2)2S(CH2)2-; or 
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-(CH2)2NR"(CH2)2-; where R" is H; or lower alkyl); -(CH2)oPO(OR*")2 (where is lower 
alkyl; or lower alkenyl); -(CH2)oS02R" (where R" is lower alkyl; or lower alkenyl); or - 
(CH2)qC6H4R* (where R* is H; F; CI; CF3; lower alkyl; lower alkenyl; or lower alkoxy); 
R' is lower alkyl; lower alkenyl; -(CH2)qOR^' (where R" is lower alkyl; or lower alkenyl); 
5 .(CH2)qSR^* (where R^* is lower alkyl; or lower alkenyl); -(CH2)qNR"R" (where R" is lower 
alkyl; or lower alkenyl; R^* is H; or lower alkyl; or R" and R" taken together are -(CH2)2-6S - 

(CH2)20(CH2)2-; 

-(CH2)2S(CH2)2-; or -(CH2)2NR"(CH2)2-; where R" is H; or lower alkyl); - 
(CH2),OCONR"R" (where R" is H; or lower alkyl; or lower alkenyl; R" is lower alkyl; or 

10 R" and R" taken together are 

-(CHz)!^.; <CH2)20(CH2)2-; -(^2)28(012)2-; or -(CH2)2NR"(CH2)2-; where R" is H; or 
lower alkyl); -(CH2)qNR^CONR''R'" (where R^" is H; or lower alkyl; R" is H; or lower alkyl; 
or lower alkenjd; R" is H; or lower alkyl; or R" and R" taken togeflier are -(CH2)2^-; - 
(CH2)20(CH2)2-; -(CH2)2S(CH2)2-; or -(CH2)2NR"(CH2)2-; where R" is H; or lower alkyl); - 

15 (CH2),N(R'»)COR"(where: R^" is H; or lower alkyl; R" is lower alkyl; or lower alkenyl); - 
(CH2)/:OOR" (where R" is lower alkyl; or lower alkenyl); -(CH2),CONR'»R'' (where R** is 
lower allqrl; or lower alkenyl; and R*' is H; or lower allqrl; or R*' and R" taken together are - 
(CHj)?^-; -(CH2)20(CH2)2-; -iCR^zSiCRih-; or 

-(CH2)2NR"(CH2)2-; where R" is H; or lower alkyl); -(CH2)J^(OR*°)2 (v»*ere R*° is lower 
20 allgrl; or lower alkenyl); -(CH2),S02R" (v*ere R" is lower alkyl; or lower alkenyl); or - 
(CH2),C6H4R' (where R* is H; F; CI; CF3; lower alkyl; lower alkenyl; or lower alkoxy); 
R' is H; F; CI; CF3; lower alkyl; lower alkaiyl; -(CH2)oOR" (where R" is lower alkyl; or 
lower alkenyl); -(CH2)oSR" (where R" is lower alkyl; or lower alkenyl); -(CH2)oNR"R" 
(where R" is lower alkyl; or lower alkenyl; R" is H; or lower alkyl; or R" and R" taken 
25 together are -(CH2)2^-; 

-(CH2)20(CH2)2-; -(CH2)2S(CH2)2S or -(CH2)2NR"(CH2)2-; where R" is H; or lower alkyl); 
-(CH2)oOCONR"R" (where R" is H; or lower alkyl; or lower alkenyl; R" is lower alkyl; or 
R" and Retaken together are -(CH2)2.6-; -(CH2)20(CH2)2-; -(CH2)2S(CH2)2-; or - 
(CH2)2NR"(CH2)2-; where R" is H; or lower alkyl); -(CH2)oNR'''CONR''R»2 (where R^" is H; 
30 or lower alkyl; R" is H; or lower alkyl; or lower alkenyl; R*^ is H; or lower allq^l; or R" and 
R"^ taken together are -(CH2)2.6-; 

-(CH2)20(CH2)2-; -(CH2)2S(CH2)2-; or -(CH2)2NR"(CH2)2-; where R" is H; or lower alkyl); 
-(CH2)„N(R^°)COR" (where R^" is H; or lower alkyl; R" is lower alkyl; or lower alkenyl); 
-(CH2)oCOOR" (where R" is lower alkyl; or lower alkenyl); -(CH2)oCONR^*R*'' (where R^« is 
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lower alkyl; or lower alkenyl; and R" is H; or lower alkyl; or R^* and R*' taten together are - 
(CHj)^^-; 

-(CH2)20(CH2)2-; -(CH2)2S(CH2)2-; or -<CH2)2NR"(CH2)2s where R'^ is H; or lower alkyl); 
-(CH2)oPO(OR*°)2 (where R^° is lower alkyl; or lower alkenyl); -(CH2)oS02R" (where R" is 
5 lower alkyl; or lower alkenyl); or -(CH2)qC6H4R' (where R" is H; F; CI; CF3; lower alkyl; 
lower alkoiyl; or lower alkoxy); 

R' is lower alkyl; lower alkenyl; -(CH2)oOR" (where R" is lower alkyl; or lower alkenyl); 
-(CH2)oSR'* (where R* is lower alkyl; or lower alkenyl); -(CH2)oNR^^"* (where R" is lower 
alkyl; lower alkenji; R'* is H; or lower alkyl; or R" and R" taken to^er are -(CHz)!^-; - 
10 (CH2)20(CH2)2-; 

-(CH2)2S(CH2)2S or -(CH2)2NR"(CH2)2-; where R" is H; or lower alkyl); - 
(CH2)oOCONR»'R" (where R^' is H; or lower alkyl; or lower alkenyl; R" is lower alkyl; or 
R" and R^' taken together are 

<CH.^-; -(CH2)20(CH2)2S -(CHihSiCazh-i or -(CH2)2NR"(CH2)2-; where R" is H; or 
15 lower alkyl); -(CH2)JNR"C0NR"R''* (where R^" is H or lower alkyl; R» is H; or lower alkyl; 
or lower alkenyl; R"" is H; or lower alkyl; or R" and R*^ taken together are -(.CH^^-; - 
(CH2)20(CH2)2-; 

-(CH2)2S(CH2)2-; or -(CH2)2NR"(CH2)2-; where R" is or lower alkyl); - 
(CH2)oN(R^°)COR"(where R^" is H; or lower alkyl; R** is lower alM; or lower alkenyl); - 

20 (CH2)oCOOR" (where R" is lower alkyl; or lower alkenyl); -(CH2)oCONR''R'' (where R" is 
lower alkyl; or lower alkenyl; and R" is Ht or lower alkyl; or R*' and R** taken to^er are - 
(CH2)2^-; -(CH2)20(CH2)2-; -(€^2)28(01^-; or . . 

-(CH2)2NR"(CH2)2-; where R" is H; or lower alkyl); -(CH2)oPO(OR*°)2 (where R" is lower 
alkyl; or lower alkenyl); -(CH2)oS02R" (where R" is lower alkyl; or lower alksaiyl); or - 

25 (CH2),C6H4R' (where R® is H; F; CI; CF3; lower alkyl; lower alkenyl; or lower alkoxy); 

R"* is lower alkyl; lower alkenyl; -(CH2)oOR" (wliere R" is lower alkyl; or lower alkenyl); 
-(CH2)oSR" (where R" is lower alkyl; or lower alkenyl); -(CH2)oNR"R" (where R" is lower 
alkyl; or lower alkenyl; R^ is H; or lower aXkyl, or R" and B?* taken together are -(CHih-r; - 

(CH2)20(CH2)2-; 

30 -(CH2)2S(CH2)2-; or -(CH2)2NR"(CH2)2-; where R" is H; or lower alkyl); - 

(CH2)oOCONR"R" (where R" is H; or lower alkyl; or lower alkenyl; R" is lower alkyl; or 
R" and R" taken together are 

-(CH2)2.6-; -(CH2)20(CH2)2-; -(CH2)2S(CH2)2S Or -(CH2)2NR"(CH2)2-; where R": H is or 
lower alkyl); -(CH2)oNR^°CONR"R«^ (where R'° is H; or lower alkyl; R" is H; or lower alkyl; 
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or lower alkenyl; R*^ is H; or lower alkyl; or R" and R^ taken together are -(CH2W; - 
(CH2)20(CH2)2-; 

-(CH2)2S(CH2)2-; or -(CH2)2NR"(CH2)2-; where R" is H; or lower alkyl); - 
(CH2)cN(R^°)COR*''(where R^" is H; or lower alkyl; R" is lower alkyl; or lower alkenyl); - 
5 (CH2)oCOOR" (where R^' is lower alkyl; or lower alkenyl); -(CH2)oCONR*^R'' (where R^' is 
lower allqrl; or lower alkenyl; and R*' is H; lower allQ'l; or R^* and R*' taken together are - 
(CH2)2^-; -(CH2)20(CH2)2-; -(CH2)2S(CH2)2-; or 

-(CH2)2NR"(CH2)2-; where R" is H; or lower alkyl); -(CH2),PO(OR'"^2 (where R*" is lower 

alkyl; or lower alkenyl); -(CH2)oS02R" (where R*^ is lower alkyl: or lower alkenyl); or - 
1 0 (CH2),C6H4R* (where R* is H; F; CI; CFj; lower alliyl; lower alkenyl; or lower alkoxy); 

R" is H; lower alkyl; lower alkenyl; -(CH2)mOR^' (where R" is lower alkyl; or lower alkenyl); 

-(CH2)„SR'' (where R'* is lower alkyl; or lower alkenyl); -(CH2)mNR"R"* (where R" is lower 

alkyl; or lower alkenyl; R'* is H; or lower alkyl; or R'' and R** taken together are -(082)2-6-; 

-(CH2)20(CH2)2-; -(CH2)2S(CH2)2-; or -(CH2)2NR"(CH2)2-; where R" is H; or lower alkyl); 
1 5 -(CH2)mOCONR"R" (where R^ is H; or lower alkyl; or lower alkenji; R'* is lower alkyl; or 

R" and R" taken together ar -(CKih^-, -iCHihOiCUi)!-, -(012)28(^2)2-; or - 

(CH2)2NR"(CH2)2-; where R*' is H; or lower alkyl); -(CH2)„J«l^CONR'^'° (where R^" is H; 

or lower alkyl; R^' is H; or lower alkyl; or lower alkenyl; R*^ is H; or lower allq^l; or B?^ and 

R" taken together are -QCHih^-; 
20 -(CH2)20(CH2)2-; -(^2)28(^2)2-; or -(CH2)2NR"(CH2)2-; where R" is H; or lower alkyl); 

-(CH2)mN(R^'')COR*'' (where R^° is H; or lower alkyl; R" is lower alkyl; or lower alkenyl); 

-(CH2)oCOOR" (where R" is lower alkyl; or lower alkenyl); -(CH2)oCONR**R^' (where R^' is 

lower alkyl; or lower alkenyl; and R^' is H; lower alkjd; or R^* and R*" taten togetiier are - 

(CH2)2.6-; 

25 -(CH2)20(CH2)2-; -(CH2)2S(CH2)2-; or -(CH2)2NR"(CH2)2-; where R" is H; or lower alkyl); 
-(CH2)oPO(OR*°)2 (where R*° is lower alkyl; or lower alkenyl); -(CH2)oS02R" (where R" is 
lower alkyl; or lower alkenyl); or -(CH2),C6H4R'' (where R" is H; F; CI; CF3; lower alkyl; 
lower alkenyl; or lower alkoxy); 

R'^ is H; lower alkyl; lower alkenyl; -(CH2),„OR" (where R" is lower alkyl; or lower alkenyl); 
30 -(CH2)„,SR^^ (where R** is lower alkyl; or lower alkenyl); -(CH2)„NR^^R^'' (where R" is lower 
alkyl; or lower alkenyl; R" is H; or lower alkyl; or R" and R" taken together are -(CH2)2-6-; 
-(CH2)20(CH2)2-; -(CH2)2S(CH2)2-; or -(CH2)2NR"(CH2)2S where R" is H; or lower alkyl); 
-(CH2)™OCONR"R" (where R"is H; or lower alkyl; or lower alkenyl; R" is lower alkyl; or 
R" and R'« taken together are -{012)2^-, -(CH2)20(CH2)2-; -(CH2)2S(CH2)2-; or - 
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(CH2)2NR"(CH2)2-; where R" is H; or lower alkyl); -(CH2)™NR^°C0NR"R»2 (where is H; 
or lower alkyl; R'^ is H; or lower alkyl; or lower alkenyl; R"^ is H; or lower alkyl; or R'' and 
R" taken together are -(CHiW; 

-(CH2)20(CH2)2-; -(CH2)2S(CH2)2S or -(CH2)2NR"(CH2)2-; where is H; or lower alkyl); 
5 -(CH2)J^(R^'^OR" (where: R" is H; or lower alkyl; R" is lower alkyl; or lower alkenyl); 
-(CH2),CX)0R" (where R" is lower allqrl; or lower alkenyl); -(CH2),C0NR"R^' (where R" is 
lower alkyl; or lower alkenyl; and R*' is H; or lower alkyl; or R^' and R^' taken together are - 

-(CH2)20(CH2)2-; -(CH2)2S(CH2)2-; or -(CH2)2NR"(CH2)2-; where R" is H; or lower alkyl); 
10 -(CH2),PO(OR*°)2 (where R" is lower alkyl; or lower alkenyl); -(CH2)oS02R" (where R" is 
lower alkyl; or lower alkenyl); or -(CH2),C6H4R'' (where R« is H; F; CI; CFj; lower alkyU 
lower alkeiQrl; or lower alkaxy): 

R" is lower alkyl; lower alkenyl; -<CH2),OR*' (where R« isis lower alkyl; or lower alkenyl); 
-(CH2),SR»' (where R« is lower alkyl; or lower alkenyl); -(CH2),NR'^" (yvbete B?^ is lower 
15 alkyl; or lower alkenyl; R** is H; or lower alkyl; or K" and R»* taken together are -(CHih^-; - 

(CHOzCXcaih-; 

-(CH2)2S(CH2)2-; or -(CH2)2NR*'(CHa)2-; where R" is H; or lower alkyl); - 
(CH2)qOCONR"R'' (where R" is H; or lower alkyl; or lower alkenyl; R" is lower alkyl; or 
R^' and R'* taken together are 
20 -(CH2)2-6-; -(CH2)20(CH2)2-; -(^2)28(^2)2-; or -(CH2)2NR"(CH2)2-; where R" is H; or 

lower alkyl); -(CH2),NR^<'C0NR"R« (where R^" is H; or lower alkyl; R» is H; or lower alkyl; 
or lower alkenyl; R^^ is H; or lower alkyl; or R^' and R" taken together are -(CH^^-; - 
(CH2)20(CH2)2-; 

.(CH2)2S(CH2)2-; or -(CH2)2NR"(CH2)2-; where R" is H; or lower alkyl); - 
25 (CH2)^(R^"^COR*» (where: R^" is H; or lower alkyl; R*» is lower alkyl; or lower alkenyl); - 
(CH2)rC00R" (where R" is lower alkyl; or lower alkenyl); -(CH2)qCONR**R'' (where R** is 
lower alkyl; or lower alkenyl; and R^' is H; or lower alkyl; or R'« and R*' taken together are - 
(CH2)2^-; -(CH2)20(CH2)2-; -(012)28(012)2-; or -(CH2)2NR"(Ol2)2-; where R" is H; or lower 
alkyl); -(CH2)rPO(OR«°)2 (where R«° is lower alkyl; or lower alkenyl); -(CH2)^02R" (where 
30 R« is lower alkyl; or lower alkenyl); or -(ai2),C6H4R'' (where R" is H; F; CI; CF3; lower 
alkyl; lower alkenyl; or lower alkoxy); 

R" is H; lower alkyl; lower alkenyl; -(CH2)™OR" (where R'' is lower alkyl; or lower alkenyl); 
-(CH2)mSR" (where R" is lower alkyl; or lower alkenyl); -(CH2)™NR"R" (where R" is lower 
alkyl; or lower alkenyl; R" is H; or lower alkyl; or R" and R" taken together are -(CH2)2.6-; 
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-(CH2)20(CH2)2-; -(CH2)2S(CH2)2-; or -(CHOjNR^CCH^)^-; where R" is H; or lower alkyl); 
-(CH2)„OCONR"R" (where R" is H; or lower alkyl; or lower alkenyl; R" is lower alkyl; or 
R" and R" taken together are -(CH^h-^-; -(CH2)20(CH2)2-; -(^2)28(^2)2-; or - 
(CH2)2NR"(CH2)2-; where R" is H; or lower alkyl); -(CH2)„NR^°C01SIR"r82 (where R^" is H; 
5 or lower alkyl; R" is H; or lower alkyl; or lower alkenyl is H; or lower alkyl; or R^' and 
R" taken together are -(CH2)2^-; 

-(CH2)20(CH2)2-; -(CH2)2S(CH2)2-; or -(CH2)2NR"(CH2)2-; where R" is H; or lower alkyl); 
-(CH2) J^(R^COR" (where: R*° is H; lower alkyl; R** is lower alkyl; or lower alkenyl); 
-(CH2)oCOOR" (where R" is lower alkyl; or lower alkenyl); -(CH2)oCONR"R*' (where R^" is 
10 lower alkyl; or lower alkenyl; and R"' is H; or lower alkyl; or R*" and R« taken together are - 
(CH2)2-6-; 

-(CH2)20(CH2)2-; -(CH2)2S(CH2)2-; or -(CH2)2NR"(CH2)2-; where R" is H; or lower alkyl); 
-(CH2)„PO(OR% (where R«* is lower alkyl; or lower alkenjd); -(CH2)oS02R" (where R*" is 
lower alkyi; or lower alkenyl); or -(CH2)^6H4R' (where R« is H; F; Q; CF3; lower alkyl; 
1 5 lower alkenyl; cm: lower allooxy); 

R" is lower alkyl; lower alkenyl; -(CH2),OR" (where R== is lower alkyl; or lower alkenyl); 
-(CH2)oSR" (where R** is lower alkyl; or lower alkenyl); -iCa^^NR^^^ (where R" is lower 
alkyl; or lower alkenyl; R" is H; or lower alkyl; or R" and R" taken together are -(012)2^-; - 

(CH2)20(CH2)2-; 

20 -(CH2)2S(CH2)2-; or -(CH2)2NR"(CH2)2-; where R*' is H; or lower all^l); - 

(CH2)oOCONR^^R" (where R" is H; or lower alkyl; or lower alkenyl; R" is lower alkyl; or 
R^' and R" taken together are 

-(CH2)2.6-; -(CH2)20(CH2)2-; -(^2)28(032)2-; or -(CH2)2NR"(CH2)2-; where R" is H; or 
lower alkyl); -(CH2)oNR^''CONR"R«^ (where R^° is H; or lower alkyl; R» is H; or lower alkyl; 
25 or lower alkenyl; R"" is H; or lower alkyl; or R" and R« taken together are -(CHi)!^; - 

(CH2)20(CH2)2-; 

-(CH2)2S(CH2)2-; or -(CH2)2NR"(CH2)2-; where R" is H; or lower alkyl); - 
(Cai2)oN(R^'^COR«* (where R^» is H; or lower alkyl; is lower alkyl; or lower alkenyl); - 
NR"C01ower alkyl (R^°=H; or lower alkyl); being particularly favoured; -(CH2)„COOR" 
30 (where R" is lower alkyl; or lower alkenyl); -(CH2)oCONR'''R^' (where R*" is lower alkyl, or 
lower alkenyl; and R" is H; lower alkyl; or R'" and R» taken together are -(^2)2^-; - 
(CH2)20(CH2)2-; -(CH2)2S(CH2)2-; or -(CH2)2NR"(CH2)2-; where R" is H; or lower alkyl); - 
(CH2)oPO(OR'"')2 (where R"" is lower alkyl; or lower alkenyl); 
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-(CH2)oS02R*^ (where R*^ is lower alkyl; or lower alkenyl); or (.CH^qC^ti^B? (where R' is H; 
F; CI; CF3; lower alkyl; lower alkenyl; or lower alkoxy); 

R'* is lower alkyl; lower alkenyl; -(CH2)oOR** (where R" is lower alkyl; or lower alkenyl); 
-(CH2)oSR" (where R" is lower alkyl; or lower alkenyl); -(CH2)oNR"R"' (where R" is lower 
5 alkyl; or lower alkenyl; R" is H; or lower alkyl; or R" and R^* taken together are -(lCH2h-6-l - 

(CH2)20(CH2)2-; 

-(CH2)2S(CH2)2-; or -(CH2)2lSIR"(CH2)2-; where R" is H; or lower alkyl); - 
(CH2)oOCONR^'R" {-whexc R" is H; or lower alkyl; or lower alkenyl; R'^ is lower alkyl; or 
R^* and R" taken together are 
10 -(CHih^; -(CH2)20(CH2)2-; -(^2)28(012)2-; or -(CH2)2NR"(CH2)2-; where R" is H; or 

lower alkyi); -(CH2)oNR"*CONR"R»2 (where R*" is H; or lower alkyl; R^' is H; or lower alkyl; ) 
or lower alfcenyi; R" is H; or lower alkyl; or R" and R" taken together are -(CH2)2^-; - 

-(CH2)2S(CH2)2-; or -(CH2)2NR"(CH2)2-; where R" is H; or lower alkyl); - 
15 (CH2)oN(R^COR*' (where R^° is H; or lower alkyl; R** is lower alkyl; or lower alkenyl); - 
(CH2)oCX50R" (where R" is lower alkyl; or lower alkenyl); -(CH2)oCONR"R** (where R** is 
lower alkyl; or lower alkenyl; and R*' is H; or lower alkyl; or R** and R" taken together are - 
iCRih-e-, -(CH2)20(CH2)2-; -(CH2)2S(CH2)2-; or 

-(CH2)2NR*'(CH2)2-; where R" is H; or lower alkyl); -(CH2)oPO(OR")2 (where R* is lower 
20 allqrl; or lower alkenyl); -(CH2)oS02R" (where R*° is lower alkyl; or lower alfcenjd); or - 
(Ca9[2)qC6H4R' (where R' is H; F; CI; CF3; lower aU^rl; lower altenyl; or lower zOsoxy); and 
R" is lower alkyl; lower alkmyl; -(CMz^OR" (where R** is lower alkyl; or lower alkenyl); 
-(CH2),SR" (where R" is lower alkyl; or lower alkenyl); -(CHj),^'^'* (where R" is lower 
alkyl; or lower alkenyl; R** is H; or lower alkyl; or R" and R'^ taken together are -(CHih^-; - 
25 (CH2)20(CH2)2-; 

-(CH2)2S(CH2)2-; or -(CH2)2NR"(CH2)2-; where R" is H; or lower alkyl); - 
(CH2),OCONR"R" (where R" is H; or lower alkyl; or lower alkenyl; R" is loww alkyl; or 
R^^ and R" taken together are 

-(CH2)2.6-; -(CH2)20(CH2)2-; -(CH2)2S(CH2)2-; or -(CH2)2NR"(CH2)2-; where R" is H; or 
30 lower alkyl); -(CH2)c^m^°CONR"R«^ (where R^*> is H; or lower alkyl; R" is H; or lower alkyl; 
or lower alkenyl; R" is H; or lower alkyl; or R'' and R" taken together are -(CH2)2^-; - 
(CH2)20(CH2)2-; -(CH2)2S(CH2)2-; or -(CH2)2NR"(CH2)2-; where R" is H; or lower alkyl); - 
(CH2),^<I(R^°)COR"(where: R" is H; or lower alkyl; R" is lower alkyl; or lower alkenyl); - 
(CH2),COOR" (where R^' is lower alkyl; or lower alkenyl); -(CH2)qCONR"R^' (where R" is 
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lower alkyl; or lower alkenyl; and R^^ is H; lower alkyl; or R^® and R^' taken together are - 
(CH2)2.6S -(CH2)20(CH2)2-; .(CH2)2S(CH2)2S or -(CH2)2NR"(CH2)2-; where R" is H; or lower 
alkyl); -(CH2)rPO(OR^^)2 (where R^° is lower alkyl; or lower alkenyl); 
-(CH2)rS02R^^ (where R^^ is lower alkyl; or lower alkenyl); or -(CH2)qC6H4R® (where R^ is H; 
5 F; CI; CF3; lower alkyl; lower alkenyl; or lower alkoxy). 

4. Compounds according to claim 2 or 3 wherein A is a group of one of the formulae A5 
(with R^ being H); AS; A22; A25; A38 (with R^ being H); A42; and A50. 

10 5. Compounds according to claim 4 wherein A is a group of formula 




A8' 

wherein R^° is H or lower alkyl; and R^'* is alkyl; alkenyl; aryl; aryUower alkyl; or heteroaryl- 
lower alkyl. 

15 6. Compounds according to claim 5 wherein R^ is n-hexyl; n-heptyl; 4-(phenyl)benzyl; 
diphenylmethyl, 3-amino-propyl; 5-amino-pentyl; methyl; ethyl; isopropyl; isobutyl; n-propyl; 
cyclohexyl; cyclohexylmethyl; n-butyl; phenyl; benzyl; (3-indolyl)methyl; 2-(3-indolyl)ethyl; 
(4-phenyl)phenyl; or n-nonyl. 



20 7. Conq)ounds according to claim 2 wherein A is a group of one of the fomiulae A70 to 
A104; 

R^® is H; or lower alkyl; 
R'* is lower alkyl; 

R'' is lower alls^i; lower alkenyl; -(CH2)pOR^' (where R^^ is lower alkyl; or lower alkenyl); 
25 .(CH2)pSR^* (where R^ is lower alkyl; or lower alkenyl); -(CH2)pNR^^R^^ (where R" is lower 
alkyl; or lower alkenyl; R^"* is H; or lower alkyl; or R" and R^"* taken together are -(012)2.6-; - 

(CH2)20(CH2)2S 

-(CH2)2S(CH2)2S or -(CH2)2NR"(CH2)2S where R" is H; or lower alkyl); - 
(CH2)pOCONR^^R^^ (where R" is H; or lower alkyl; or lower alkenyl; R'^ is lower all^l; or 
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and R" taken together are 
-(CH2)2^-; -(CH2)20(CH2)2-; -(^2)28(012)2-; or -(CH2)2NR"(CH2)2-; where R" is H; or 
lower alkyl); -(CH2)pNR^°C0NR"R«^ (where R^° is H; or lower alkyl; R^^ is H; or lower alkyl; 
or lower alkenyl; R" is H; or lower aUkyl; or R" and R*^ taken together are -(CHz)^-; - 

5 (CH2)20(CH2)2-; 

-(CH2)2S(CH2)2-; or -(CH2)2NR"(CH2)2-; where R" is H; or lower alkyl); - 
(CH2)pN(R^°)COR** (where: R^° is H; or lower alkyl; R" is lower alkyl; or lower alkenyl); 
(CH2)pCOOR" (where R": lower alkyl; or lower alkenyl); (CH2)pCONR"R^' (where R^" is 
lower alkyl; or lower aOaeaayl; and R*' is H; or lower alkyl; or R^' and R*' taken together are - 
10 (CH2)2^.; -(CH2)20(CH2)2-; -iCHihSiCli^)!-; or -(CH2)2NR"(CH2)2-; where R^' is H; or lower 
alkyl); -(CH2)„PO(OR*°)2 (where R" is lower alkyl; or lower alkenyl); -(CH2)pS02R" (where 
R" is lower alkyl; or lower alkenyl); or (CH2)oC6H4R' (where R" is H; F; CI; CFj; lower alkyl; 
lower altenyl; or lower alkoxy); 

R" is H; lower alkyl; lower alkenyl; -(CH2)oOR*' (where R^ is lower alkyl; or lower alkenyl); 
15 -(CH2)oSR" (where R** is tower alkyl; or lower alkenyl); -(CH2)„NR''R'* (where R" is lower 
alkyl; or lower alkenyl; R" is H; or lower alkyl; or R" and R'* taken together are -(012)2^-; - 
(CH2)20(CH2)2-; 

-(CH2)2S(CH2)2-; or -(CH2)2NR"(ai2)2-; where R" is H; or lower alkyl) ; - 
(CH2)oOCONR''R" (where is H; or lower alkjd; or lower alkenyl; R'' is lower aUcjd; or 
20 R^^ and R^^ taken together are 

-iCHih^.; -(CH2)20(CH2)2-; -(^2)28(012)2-: or -(CH2)2NR"(CH2)2-; where R" is H; or 
lower alkyl); 

-(CH2)oNR''*CONR^'R'» (where R*° is H; or lower alkyl; R'' is H; or lower alkyl; or lower 
alkenyl; R'^ is H; or lower alkyl; or R" and R" taken together are -(CH2)2^-; -(CtliWCHiyi-; 

25 -(CH2)2S(CH2)2-; or -(CH2)2NR"(CH2)2-; vAere R" is H; or lower alkyl); - 

(CH2)oN(R^°)COR" (where: R^° is H; or lower alkyl; R" is lower alkyl; or lower alkenyl); - 
(CH2)oCOOR" (where R" is lower alkyl; or lower alkenyl); -(CH2)oCONR'*R*' (where R" is 
lower alkyl, or lower alkenyl; and R^' is H; lower alkyl; or R*' and R^' taken together are - 
(CH2)2^; -(CH2)20(CH2)2-; -(^2)28(^2)2-; or 

30 -(CH2)2NR"(CH2)2-; where R" is H; or lower alkyl); -(CH2)oPO(OR''°)2 (where R"'" is lower 
alkyl; or lower alkenyl); -(CH2)oS02R" (where R" is lower alkyl; or lower alkenyl); or - 
(CH2)qC6ll,R* (where R' is H; F; CI; CF3; lower alkyl; lower alkenyl; or lower alkoxy); 
R" is lower alkyl; lower alkenyl; -(CH2)oOR" (where R" is lower alkyl; or lower alkenyl); 
-(CH2)oSR" (where R'« is lower alkyl; or lower alkenyl); -(CH2)oNR"R" (where R" is lower 
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aOq/l; or lower alkenyl; R^" is H; or lower alkyl; or and R" taken together are -{CH^z^-; - 
(CHOzOCCHi)^-; 

-(CH2)2S(CH2)2-; or -(CH2)2NR"(CH2)2-; where R" is H; or lower alkyl); - 
(CH2)oOCONR' V (where R" is H; or lower allgd; or lower altenyl; R" is lower alkyl; or 

S R^^ and R^^ taken together are 

-(CH2)2^-; -(CH2)20(CH2)2-; -(CH2)2S(CH2)2-; or -(CH2)2NR"(CH2)2-; where R^' is H; or 
lower alkyl); -(CH2)oNR*''CO>JR^'R" (where R^" is H; or lower alkyl; R" is H; or lower alkyl; 
or lower alken^; R" is H; or lower alkyl; or R" and R*^ taken togeth^ are -(Clizh^-; - 
(CH2)20(CH2)2-; -(CH2)2S(CH2)2-; or -(CH2)2NR"(CH2)2-; where R" is H; or lower alkyl); - 

1 0 (CH2)oN(R^°)COR**(where R*** is H; or lower alkyl; R" is lower alkyl; or lower alkenyl); - 
(CH2)oCCX)R" (where R" is lower alkyl; or lower alkenyl); -(CH2)oCONR^«R'' (where R" is 
lower alkyl, or lower alkenyl; and R^' is H; lower alkyl; or R" and R*' taken together are - 
(CHih^-; -(CH2)20(CH2)2-; -(CH2)2S(CH2)2-; or -(CH2)2NR''(CH2)2-; where R" is H; or lower 
alkyl); -(CH2)oPO(OR'^2 (where R" is lower alkyl; or lower alkenyl); 

1 5 -(CH2)„S02R" (y^ere R" is lower alkyl; or lower alkenyl); or -(CR^^C^iiJSL' (where R' is H; 
F; CI; CF; lower allqfl; lower alkenyl; or lower alkoxy); 

R" is H; lower alkyl; lower alkenyl; -(CH2)oOR" (^ere R" is lower alkyl; or lower altenjd); 
-(CH2)oSR" (where R** is lower alkyl; or lower aUosnyl); -(CH2)oNR''R'* (where R^* is lower 
alkyl; or lower allcaayl; R" is H; or lower alkyl; or R" and R" taken together are -(CHih^-; - 
20 (CH2)20(CH2)2-; 

-(CH2)2S(CH2)2-; or -(CH2)2NR"(CH2)2-; where R" is H; or lower alkyl); - 
(CH2)oOCONR"R^' (where R'' is H; or lower allqrl; or lower alkenyl; R" is lower alkyl; or 
R" and R^* taken together are 

-(CH2)2^S -(CH2)20(CH2)2-; -(CH2)2S(CH2)2-; or -(CH2)2NR"(CH2)2-; where R" is H; or 
25 lower alkyl); -(CH2)oNR*"*CONR"R''2 (where R^" is H; or lower alkyl; R'^ is H; or lower alkyl; 
or lower alkenyl; R*^ is H; or lower all^; or R" and R*^ taken together are -(CH2)2^-; - 

(CH2)20(CH2)2-; 

-(CH2)2S(CH2)2-; or -(CH2)2lSIR"(CH2)2-; where R" is H; or lower alkyl); - 
(CH2)oN(R^°)COR** (where: R^° is H; or lower alkyl; R" is lower alkyl; or lower alkenyl); - 
30 NR^COlower alkyl (R^°=H; or lower alkyl) being particularly favoured; -(CH2)oCOOR*^ 

(v^ere R" is lower alkyl; or lower alkenyl); -(CH2)oCONR**R*' (where R" is lower alkyl, or 
lower alkenyl; and R^' is H; lower alkyl; or R** and R" taken together are -(012)2-6-; - 
(CH2)20(CH2)2-; -(CH2)2S(CH2)2-; or -(CH2)2NR"(CH2)2-; where R" is H; or lower alkyl); - 
(CH2)oPO(OR*°)2 (where R" is lower alkyl; or lower alkenyl); 
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-(CH2)oS02R^^ (where R®^ is lower alkyl; or Iowct alkenyl); or -(CR^^Cja^' (where is H; 
F; CI; CF3; lower alkyl; lower alkenyl; or lower alkoxy); 

R" is lower alkyl; lower alkenyl; -(CH2)oOR" (vi^ere R" is lower alkyl; or lower alkenyl); 
-(CH2)oSR" (where R^ is lower alkyl; or lower alkenyl); -(CH2)oNR"R" (where R" is lower 
5 alkyl; or lower alkenyl; R^* is H; or lower alkyl; or R" and R^" taken together are -iCUih^-; - 

(CH2)20(CH2)2-; 

-(CH2)2S(CH2)2-; or -(CH2)2NR"(CH2)2-; where R" is H; or lower alkyl); - 
(CH2)oOC01SIR'^" (where R" is H; or lower alkyl; or lower alkenyl; R" is lower alkyl; or 
R^^ and R^^ taken together are 
10 -(CHi)!^-; -(CH2)20(CH2)2-; -(CH2)2S(CH2)2-; or -(CH2)2NR"(CH2)2-; where R" is H; or 

lower alkyl); -(CH2)oNR"CONR'^" (where R^" is H; or lower alkyl; R" is H; or lower alkyl; 
or lower allrenyl; R" is H; or lower alkyl; or R" and R*^ taken toother are -(CH2)2^-; - 
(CH2)20(CHa)2-; 

-(CH2)2S(CH2)2-; or -(CH2)2NR"(CH2)2-; where R" is H; or lower alkyl); - 
15 (CH2)oN(R^CX)R" (where: R*° is H; or lower alkyl; R" is lower alkyl; or lower alkenyl); - 
NR^^COlower alkyl ^"=H ; or lower alkyl) being particularly fevoured; -(CH2)oCOOR" 
(where R*' is lower alkyl; or lower alkenyl); -(CH2)oCONR''R'' (where R" is lower alkyl, or 
lower alkenyl; and R" is B; lower alkyl; ac R** and R** taken togetiier are -(CH2)2<-; - 
(CH2)20(CH2)2-; -(CH2)2S(CH2)2-: or -(CH2)2NR"(CH2)2-; where R" is H; or lower alkyl); - 
20 (CH2)oPO(OR*°)2 (where R" is lower alkyl; or lower alkenyl); 

-(CH2)oS02R"° (v/hete is lower allqrl; or lower alkenyl); or -(CH2)qC6H4R' (vrbexe R* is H;' 
F; CI; CFj; lower alkyl; lower alkenyl; or lower alkoxy); 

R^* is H; lower alkyl; lower alkenyl; -(CH^JOR" (where R*^ is lower alkjd; or lower alkenyl); 
-(CH2)mNR"R" (where R" is lower alkyl; or lower alkenyl; R'* is H; or lower alk^; or R" 
25 and R" taken together are -(CHz)!^!-; -(CH2)20(CH2)2-; -(CH2)2S(CH2)2-; or - 

(CH2)2NR"(CH2)2-; where R" is H; or lower alkyl); -(CH2)™OCONR"r" (where B?^ is H; or 
lower alkyl; or lower alkenyl; R" is lower alkyl; or R" and R" taken together are -(€£[2)2457; - 
(CH2)20(CH2)2-; -(CH2)2S(CH2)2-; or 

-(CH2)2NR"(CH2)2-; where R" is H; or lower alkyl); -(CH2)™NR'°C0NR"R''2 (where R^° is H; 
30 or lower alkyl; R" is H; or lower allqrl; or lower alkenyl; R*^ is H; or lower alkyl; or R" and 
R'' taken together are -(CH2)24i-; -iCHihOiOiih-; -(CH2)2S(CH2)2-; or -(CH2)2NR"(CH2)2-; 
where R" is H; or lower alkyl); -(CH2)mN(R^'^C0R** (where: R^° is H; or lower alkyl; R** is 
lower allqrl; or lower alkenyl); -(CH2)oCOOR" (where R" is lower all^l; or lower alkenyl); - 
(CH2)„CONR^^R^' (where R" is lower alkyl; or lower alkenyl; and R" is H; lower alkyl; or 
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and R^' taken together are -(^2)2^-; -(CH2)20(CH2)2-; -(^2)28(012)2-; or - 
(CH2)2NR"(CH2)2-; where R^' is H; or lower alkyl); 

-(CH2)oPO(OR*°)2 (where R*° is lower alkyl; or lower alkenyl); -(CH2)oS02R" (where R*^ is 
lower alkyl; or lower alkenyl); or -(CH2)qC6H4R' (where R* is H; F; CI; CF3; lower alkyl; 
5 lower alkenyl; or lower alkoxy); 

R'* is H; lower alkyl; lower alkenyl; -(CH2)„OR" (where R" is lower alkyl; or lower alkenyl); 
-(CH2) J^"R" (where R" is lower alkyl; or lower alkenyl; R" is H; or lower allQrl; or R" 
and R'* taken together are -(CH2)2wi-; -(CH2)20(CH2)2-; -(CH2)2S(CH2)2-; or - 
(CH2)2NR"(CH2)2-; where R" is H; or lower alkyl); -(CH2)„OCONR"r" (where R" is H; or 
10 lower alkyl; or lower alkenyl; R" is lower alkyi; or R" and R" taken together are -(CH2)2^-; - 
(CH2)20(CH2)2-; -(CH2)2S(CH2)2-; or 

-(CH2)2NR"(CH2)2-; where R" is H or lower alkyl); -(CH2)J^^"C01SIR''R" (where R'° is H; 

or lower alkyl; R'' is H; or lower aUcyl; or lower alkenyl; R** is H; or tower alkyl; or R'' and 

R" taken together are -iCHiU-; -(^2)20(012)2-; -(012)28(012)2-; or -(CH2)2NR"(CH2)2-; 
1 5 where R" is H; or lower alkyl); -(Oi2).J^CR")COR" (where: R^" is H; or lower alkyl; R" is 

lower alkyl; or lower alkenyl); -(CH2)„CX)OR" (where R" is lower alkyl; or lower alkenyl); - 

(Ol2)oCONR*^'' (where R" is lower alkyl; or lower alkenyl; and R" is H; lower alkyl; or 

R*» and R» taken together are -(012)2^-; -(012)20(012)2-; -(012)28(012)2-; or - 

(OJ2)2NR"(CH2)2-; where R" is H; or lower alkyl); 
20 -(Ol2)oPO(OR*°)2 (where R*° is lower alkyl; or lower alkenyl); -(Ol2)oS02R« (where R" is 

lower alkyl; or lower alkenyl); or -(CHi^C^H^' (where R» is H; F; CI; CFy, lower alkyl; 

lower alkenyl; or lower alkoxy); or, alternatively, R" and R" taken together are -(012)2-6-; - 

(CH2)20(ai2)2-; 

-(ai2)2S(CH2)2-; or -(CH2)2NR"(CH2)2-; 
25 R" is H; lower alkyl; lower alkenyl; -(CH2)oOR" (where R" is lower alkyl; or lower alkenyl); 
-(CH2)oSR" (where R^* is lower alkyl; or lower alkenyl); -(Ol2)oNR''R"' (where R^' is lower 
alkyl; or lower alkenyl; R^" is H; or lower allqrl; or R^^ and R^ taken toother are -iCH.^-; - 
(Ol2)20(CH2)2-; 

-(CH2)2S(ai2)2-; or -(CH2)2NR"(CH2)2-; where R" is H; or lower alkyl); - 
30 (CH2)oOCONR"R" (where R" is H; or lower alkyl; or lower alkenyl; R" is lower alkyl; or 
R" and R" taken together are 

-(CH2)2-6-; -(CH2)20(Oi2)2-; -(^2)28(012)2-; Or -(CH2)2NR"(a!2)2-; where R" is H; or 
lower alkyl); -(CH2)J^'°C0NR"R»^ (where R'" is H; or lower alkyl; R'^ is H; or lower alkyl; 
or lower alkenyl; R" is H; or lower alkyl; or R" and R"^ taken together are -(Ol2)2.«-; - 
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(CH2)20(CH2)2-; 

-(CH2)2S(CH2)2-; or -(CH2)2NR"(CH2)2-; where R" is H; or lower alkyl); - 
(CH2)oN(R='°)COR" (where is H; or lower alkyl; R" is lower alkyl; or lower alkenyl); - 
(CH2)oCOOR" (where R" is lower alkyl; or lower alkenyl); -(CH2)„C0NR'^R'' (where R^* is 
5 lower allqrl, ot lower alkenyl; and R** is H; lower alkyl; or R** and R*' taken together are - 
(CH2)2^; -(CH2)20(CH2)2-; -{CH^zhSaCH^-; or 

-(CH2)2hfR*'(CH2)2-; where R" is H; or lower alkyl); -(CH2)oPO(OR*'°)2 (where R* is lower 
alkyl; or lower alkenyl); -(CH2)oS02R" (where R" is lower alkyl; or lower alkenyl); or - 
(CH2)qC6H4R* (where R' is H; F; CI; CF3; lower alkyl; lower alkenyl; or lower alkbxy); 
10 R^ is lower alkjd; lower alkenyl; -(CHz^OR^ (where R** is lower alksd; or lower alkenyl); 
-(CH2)oSR" (where R" is lower alkyl; or lower alkenyl); -(CH2)JNR"R^* (yvh&e R" is lower 
alkyl; or lower alkenjd; R" is H; or lower alkyl; or R*' and R" taken togetiier are -iCRzh^-; - 
(CH2)20(CH2)2-; 

-(CH2)2S(CH2)2-; or -(CH2)2NR"(CH2)2-; where R" is H; or lower alkyl); - 
15 (CH2)oOCONR"R" (where R" is H or lower allied; or lower alkenyl; R" is lower ailyl; or 
R^^ and R^^ taken together are 

-(CH2)2Mj-; -(CH2)20(CH2)2-; -(CH2)2S(CH2)2-; or -(CH2)2NR"(CH2)2-; where R" is H; or 
lower alkyl); -(CH2)J^*'CONR^^'° (where R** is H; or lower alkyl; R» is H; or lower alkyl; 
or lower alkenyl; R*^ is H; or lower alkyl; or R" and R" tafcen together are -(CH2)2^; - 

20 (CH2)20(CH2)2-; -(CH2)2S(CH2)2-; or -(CH2)2NR"(CH2)2-; where R" is H; or lower alkyl); - 
(CH2)oN(R^")COR**(where: R" is H; or lower alkyl; R" is lower alkyl; or lower alkenyl); - 
(CH2)oCOOR" (where R" is lower alkyl; or lower alkenyl); -(CH2)oCONR^*R^' (where R** is 
lower alkyl, or lower alkenyl; and R" is H; lower alkyl; or R'* and R*' taken together are - 
(CH2)2^-; -(CH2)20(CH2)2-; -(CH2)2S(CH2)2-; or -(CH2)2NR"(CH2)2-; where R" is H; or lower 

25 alkyl); -(CH2)oPO(OR*°)2 (where R*° is lower alkyl; or lower alkenyl); 

-(CH2)oS02R" (where R" is lower alkyl; or lower alkenyl); or -(CH2),C6H4R' (where R" is H; 
F; CI; CF3; lower alkyl; lower alkenyl; or lower alkoxy); and 

R^ is lower alkyl; lower alkenyl; -(CH2)oOR" (where R*^ is lower alkyl; or lower alkenyl); 
-(CH2)oSR'' (where R^ is lower alkyl; or lower alkenyl); -(CH2)oNR"R"' (where R" is lower 
30 alkyl; or lower alkenyl; R" is H; or lower alkyl; or R" and R" taken together are -(012)2^-; - 
(CH2)20(CH2)2-; 

-(CH2)2S(CH2)2S or -(CH2)2NR"(CH2)2-; where R" is H; or lower alkyl); - 
(CH2)oOCONR"R" (where R" is H; or lower alkyl; or lower alkenyl; R" is lower alkyl; or 
R" and R" taken together are 
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-(CH2)2.6S -(CH2)20(CH2)2-; -(^2)28(^2)2-; OT -(CH2)2NR"(CH2)2-; where R^' is H; or 
lower alkyl); -(CH2)oNR^°CONR"R^^ (where R^" is H; or lower alkyl; R^' is H; or lower alkyi; 
or lower alkenyl; R*^ is H; or lower alkyl; or R" and R^ taken together are -(CHih-s-l - 
(CH2)20(CH2)2-; -(CH2)2S(CH2)2-; or -(CH2)2NR"(CH2)2S where R^^ is H; or lower alkyl); - 
5 (CH2)oN(R^°)COR"(where: R^° is H; or lower alkyl; R** is lower alkyl; or lower alkenyl); - 
NR^COlower-alkyl (R^°=H; or lower alkyl) being particularly favoured; -(CH2)oCOOR" 
(v^ere R" is lower alkyl; or lower alkenyl); 

-(CH2)oCONR'^^' (where R" is lower alkjd, or lower alkoiyl; and R" is H; lower allgrl; or 
R* and R** taken together are -(012)2^-; -(CH2)20(CH2)2-; -(012)28(012)2-; or - 
1 0 (CH2)2lSIR"(Ol2)2-; where R" is H; or lower allqrl); -(Ol2)oPO(OR*°)2 (where R*" is lower 
alkyl; or lower alken^); 

-(CH2)oS02R" (where R*° is lower alkyl; or lower alkenyl); or -(CH2),C«H4R' (where R* is H; 
F; CI; CFii lower alkyl; lower alkenyl; or lower alkoxy). 

15 8. Compounds according to claim 7 wherein R*^, R" and R" are -NR*°-CO-lower alkyl 
where R^° is H; or law&c alkyl. 

9. Compounds according to claim 7 or 8 wherein A is a group of one of the formulae 
A74 (with R" being H); a75; A76; A77 (with R^ being H); A78; and A79. 

20 

10. Confounds according to any (me of claims 2 to 9 wherein B is a group of formula 
.NR^°CH(R")- or an enantiomer of one of tiie groups A5 (wifli R^ being H); A8; A22; A25; 
A38 (with R^ being H); A42; A47; and A50. 

25 11. Compounds according to claim 10 wherein B-CO is Asn; Cys; Gin; His; Met; Phe; 

Pro; Ser; Thr, Trp; Tyr; Sar; 4AmPhe; 3AmPhe; 2AmPhe; Phe(mC(NH2)=NH; 

Phe(pC(NH2)=NH; Phe(iriNHC (NH2)=MH; Phe(pNHC (NH2)=NH; Phg; Cha; C^al; Cjal; 2- 

Nal; 1-Nal; 4C1-Phe; 3C1-Phe; 2C1-Phe; 3,4Cl2Phe; 4F-Phe; 3F-Phe; 2F-Phe; Tic; Thi; Tza; 

Mso; Y(Bzl); Bip; S(Bzl); T(Bzl); hCha; hCys; hSer; hPhe; Bpa; Pip; OctG; MePhe; MeNle; 
30 MeAla; Melle; MeVal; MeLeu, . 

12. Compounds according to claim 10 or 1 1 wherein B is a group, having (L)- 
configuration, of formula 
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R20 

AS" 



viierein R^^ is H; or lower alkyl; and R^* is alkyl; alkenyl; aryl; aryl-lower alkyl; or hetcroaryl- 
5 lower allcyl. 

13. Compounds according to claim 12 wherein R*^ is n-hexyl; n-heptyl; 4-(phenyl)benzyl; 
diphenylmethyl, 3-amino-propyl; S-amino-pentyl; methyl; ethyl; isopropjd; isobutyl; n-propyl; 
cyclohexyl; cyclohexylmethyl; n-butyl; phenyl; benzyl; (3-indolyl)methyl; 2-(3-indolyl)ethyl; 

1 0 (4-phenyl)phenyl; or n-nonyl. 

14. Compounds according to claim 1 wherein 









Tenq)late 



15 

is a group of formula (a4) or (bl); 




is the residue of AMPA; 
20 R^ is H; or lower alkyl; 
R^° is H; or lower alkyl; 
R^^ is H; or methyl; 

R^^ is H; lower alkyl; lower alkenyl; -(CH2)pOR" (where R^^ is lower alkyl; or lower alkenyl); 
-(CH2)pNR"R'^ (where R" is lower alkyl; or lower alkenyl; R^^ is H; or lower alkyl; or R^^ 
25 and R'^ taken together are -(CHz)^-; -(CH2)20(CH2)2S -(CH2)2S(CH2)2S or - 
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(CH2)2NR"(CH2)2S where is H; or lower alkyi); -(CH2)pOCONR^^R^^ (where R^' is H; or 
lower alkyl; or lower alkenyl; R'^ is lower alkyl; or R^^ and R^^ taken together are -(CH2)2-6-; - 
(CH2)20(CH2)2S -(CH2)2S(CH2)2S or 

.(CH2)2NR"(CH2)2S where R" is H; or lower alkyl); -(CH2)pNR^°CONR^^R«^ (where R^° is H; 
5 or lower alkyl; R" is H; or lower alkyl; or lower alkenyl; R^ is H; or lower allq^l; or R^^ and 
taken together are -(CH2)2.6S -(CH2)20(CH2)2S -(^2)28(^2)2-; or -(CH2)2NR''(CH2)2S 
where R" is H; or lower alkyl); -(CH2)pN(R^^COR'^ (where: R^"* is H; or lower alkyl; R^*^ is 
lower alkyl; or lower alkenyl); -(CH2)oCOOR^^ (where R" is H; lower alkyl; or lower 
alkenyl); -(CH2)oCONR^'R^' (where R^' is lower alkyl, or lower alkenyl; and R^^ is H; lower 
10 alkyl; or R^* and E?^ taken together are -(CH2)2.6-; -(CH2)20(CH2)2S -(CH2)2S(CH2)2S or - 
(CaH[2)2NR"(CH2)2S where R" is H; or lower alkyl); 

-(CH2)oPO(OR% (where R^ is lower alkyl; or lower alkenyl); -(CH2)oS02R*^ (where R^^ is 
lower allqd; or lower alkenyl); or -(CH2XC6H4R* (vdiere R* is H; F; CI; CF3; lower allgi; 
lower alkenyl; or lower alkoxy); most preferably -CH2CONR^'R^*^ (where R^* is H; or lower 
1 5 alkyl; and R^^ is lower alkyl; or lower alkenjd); and 
R^^ is H; or methyl. 

15. Compounds according to claim 14 wherein R' is H; R^** is H; R^** is H; R^^ is 
carboxymethyl; or lower alkoxycarbonyhnethyl; and R^^ is H. 



20 



16. Compounds according to any one of claims 1 to 15 wherein n is 4, n' is 6 and the a- 
amino acid residues in positions 1 to 4 of the chain Z and l'-6* in chain Z' are: 
PI : of type D or of type E or of type F, or the residue is Pro; 
of type E or of type F; 
of type F, or the residue is Pro; 
of type E; 



P2 

25 - P3 



P4 



PI': of type E or of type F, or the residue is Gly; 

P2': of type D; 

30 - P3*: of type F or the residue is Pro; 

P4': of type D; 

P5': of type E, or of type F or the residue is Pro; and 

P6': of type E or of type F, or the residue is Pro; or 
P3 and P3', taken together, can form a group of type H 
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17. 



Compounds according to any one of claims 1 to 15 wherein n is 5, n' is 7 and the 
a-amino acid residues in positions 1 to 5 of the chain Z and r-7' in chain 7) are: 



10 



PI 


of type 


P2. 


of type 


P3. 


of type 


P4 


of type 


P5: 


of type 



15 



20 



PI'; 


of type 


P2': 


of type 


P3' 


oftype 


P4' 


of type 


P5' 


oftype 


P6' 


oftype 


P7'" 


oftype 



P2 and P2' and/or P4 and P4', taken together, can fom a group of type H; 
at P7^aIso D-isom^ being possible. 



1 8, Compounds according to claim 16 wherein the a-amino acid residues in positions 1 to 
4 of the chain Z and the a-amino acid residues in positions 1' to 6' chain Z' are: 



PI: 


Tyr.or Arg; 


P2: 


Cit, or Arg; 


P3: 


Cys; 


P4: 


Arg-NHi; 


PI': 


Lys, or Arg; 


P2': 


Tyr; 


P3': 


Cys; 


P4': 


2.Nal; 


P5': 


Arg; and 


P6': 


Arg. 



Cys at pos P3 and P3' form a disulfide bridge 
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19. Compounds according to claim 17 wherein the a-amino acid residues in positions 1 to 
5 of the chain Z and the a-amino acid residues in positions T to 7' chain T) are: 





PI: 


Tyr; 


5 


P2: 


Arg; 




P3: 


Cit; 




P4: 


Cys; 




P5: 


Arg, or Arg-NH2; 




PI': 


Lys; 


10 


P2': 


Cit; 




P3': 


Tyr; 




P4': 


Cys; 




PS': 


2-Nal, Trp. FCpNHz), or W(6-C1); 




P6': 


Arg; and 


15 


P7': 


°Arg, Arg, Ac-Arg, iPr-Arg, (EA)G, (PrA)G, (BA)G, (EGU)G, 



(PrGU)G, or (BGU)G. 

Cys at pos P4 and P4' form a disulfide bridge 
20. A compound of formula I according to claim 1 wherein the tenq^late is ^Lys-^Pro, n is 
4, n* is 6 and the amino acid residues in positions 1 to 4 of the chain Z and the amino acid 
20 residues in positions 1' to 6' chain 7} are : 



PI: 


Tyr; 


P2: 


Cit; 


P3: 


Cys; 


P4: 


Arg-NHj; 


PI': 


Arg; 


P2': 


Tyr; 


P3': 


Cys; 


P4': 


2-Nal; 


P5': 


Arg; and 


P6': 


Arg. 



Cys at position P4' and P4 are linked by a disulfide bridge 
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21 . A compound of formula I according to claim 1 wherein the template is ^ro-^Pro, n is 
5, n' is 7 and the amino acid residues in positions 1 to 5 of the chain Z and the amino acid 





residues in positions 


1' to 7' chain; 




PI: 


Tyr; 


5 


P2: 


Arg; 




P3: 


Cit; 




P4: 


Cys; 




P5: 


Arg-NHz; 




PI': 


Lys; 


10 


P2': 


Cit; 




P3': 


Tyr; 




P4': 


Cys; 




P5': 


2-Nal; 




P6': 


Aig; and 


15 


P7': 


Arg. 



Cys at position P4' and P4 form a disulfide bridge 

22. A compound of formula I according to claim 1 wherein the template is °Pro-^Pro, n is 
S, n' is 7 and the amino acid residues in positions 1 to S of the chain Z and the amino acid 
20 residues in positions 1' to 7* chain Z^ are: 



PI: 


Tyr; 


P2: 


Arg 


P3: 


Cit; 


P4: 


Cys; 


P5: 


Arg-NHj; 


PI': 


Lys; 


P2': 


Cit; 


P3': 


Tyr; 


P4': 


Cys; 


P5': 


2-Nal; 


P6': 


Arg; and 


P7': 


Ac-Arg. 



Cys at position P4' and P4 form a disulfide bridge 
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30 



23. A compound of formula I according to claim 1 wherein the template is °Pro-^Pro, n is 
5, n* is 7 and the amino acid residues in positions 1 to 5 of the chain Z and the amino acid 
residues in positions T to 7* chain 7} are: 





PI: 


Tyr; 


5 


P2: 


Arg; 




P3: 


Ci^ 




P4: 


Cys; 




P5: 


Arg-NHa; 




PI': 


Lys; 


10 


P2': 


Cit; 




P3': 


Tyr; 




P4': 


Cys; 




P5': 


2-Nal 




P6': 


Argr, and 


15 


P7': 


°Arg. 




Cys at position P4'' and P4 form a 



24. A compound of formula I according to claim 1 wherein the template is ^ro-^Pro, n is 
5, n' is 7 and the amino acid residues in positions 1 to 5 of the chain Z and the amino acid 
20 residues in positions 1' to 7' chain 7} are: 



PI: 


Tyr; 


P2: 


Arg; 


P3: 


Cit; 


P4: 


Cys; 


P5: 


Arg-NHa; 


PI': 


Lys; 


P2': 


Ci^ 


P3': 


Tyr; 


P4': 


Cys; 


P5': 


Phe(pNH2); 


P6': 


Arg; and 


P7': 


Arg. 



Cys at position P4' and P4 form a disulfide bridge 
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25. A compoimd of formula I according to claim 1 wherein the template is ^ro-^Pro, n is 
5, n' is 7 and the amino acid residues in positions 1 to 5 of the chain 2 and the amino acid 





residues in positions 1' 


to 7' chain Z' are: 




PI: 


Tyr; 


5 


P2: 


Arg; 




P3: 


Cit; 




P4: 


Cys; 




P5: 


Arg-NHz; 




PI': 


Lys; 


10 


P2': 


Cit; 




P3': 


Tyr; 




P4': 


Cys; 




P5': 


2-Nal; 




Pff: 


Arg and 


15 


PT: 


(PrA)G. 



Cys at position P4' and P4 form a disulfide bridge 

26- A compound of formula I according to claim 1 wherein the template is °Pro-^Pro, n is 
5, n* is 7 and the amino acid residues in positions 1 to 5 of the chain Z and the amino acid 



20 


residues in positions 1' 


to 7' chain Z' are: 




PI: 


Tyr. 




P2: 


Arg; 




P3: 


Cit; 




P4: 


Cys; 


25 


P5: 


Args 




PI': 


Lys; 




P2': 


Cit; 




P3': 


Tyr; 




P4': 


Cys; 


30 


P5': 


2-Nal; 




P6': 


Arg; and 




P7': 


Arg. 



Cys at position P4' and P4 form a disulfide bridge 
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27. A compoimd of formula I according to claim 1 wherein the template is (bl)-l 54, n is 
5, n' is 7 and the amino acid residues in positions 1 to 5 of the chain Z and the amino acid 





residues in positions 1' 


to 7' chain Z are: 




PI: 


Tyr; 


5 


P2: 


Arg; 




P3: 


Cit; 




P4: 


Cys; 




P5: 


Arg-NH,; 




PI': 


Lys; 


10 


P2': 


Cit; 




P3': 


Tyr; 




P4': 


Cys; 




P5': 


2-Nal; 




P6': 


Axg; and 


15 


P7': 


Arg. 



Cys at position P4' and P4 form a disulfide bridge 

28- A compound of fonnula I according to claim 1 wherein the template is AMPA, n is 5, 
n' is 7 and the amino acid residues in positions 1 to 5 of the chain Z and the amino acid 



20 


residues in positions 1' 


to 7* chain Z' are: 




PI: 


Tyr; 




P2: 


Arg; 




P3: 


Cit; 




P4: 


Cys; 


25 


' P5: 


Arg-NHj; 




PI': 


Lys; 




P2': 


Cit; 




P3': 


Tyr; 




P4': 


Cys; 


30 


P5': 


2-NaU 




P6': 


Arg; and 




P7': 


Arg. 



Cys at position P4' and P4 form a disulfide bridge 
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29. Enantiomers of the compounds of fonmilae I as defined in claim 1. 

30. Compounds according to any one of claims 1 to 29 for use as therapeutically active 
substances. 

5 

3 1 . Compounds according the claims 29 for use as CXCR4 antagonists. 

32. A pharmaceutical composition containing a compound according to any one of claims 
1 to 29 and a pharmaceutically inert carrier. 

10 

33. Compositions according to claim 32 in a form suitable for oral, topical, transdermal, 
injection, buccal, transmucosal, pubnonary or inhalation administration. 

34. Compositions according to claim 32 or 33 in form of tablets, dragees, capsules, 
15 solutions, liquids, gels, plaster, creanos, ointments, syrup, slurries, suspensions, spray, 

nebuliser or suppositories. 

35. The use of compounds according to any one of claims 1 to 29 for the manufacture of a 
medicament for treating or preventing of HIV infections, or for treatment of cancer or for 

20 treatment of inflammatory disorders. 

36. A process for the manufacture of compounds according to any one of claims 1-28 
which process comprises 

(a) coupling an appropriately functionalized solid support with an appropriately N- 

25 protected derivative of that amino acid which in the desired end-product is in position 4 of Z if 
n is 4 or in position 5 of Z if n is 5, any functional group A^iiich may be present in said N- 
protected amino acid derivative being likewise appropriately protected; 

(b) removing the N-protecting group from the product thus obtained; 

(c) . coupling the product thus obtained with an appropriately N-protected derivative of that 
30 ammo acid which in Z of the desired end-product is one position nearer the N-terminal amino 

acid residue, any functional group which may be present in said N-protected amino acid 
derivative being likewise appropriately protected; 

(d) removing the N-protecting group from the product thus obtained; 
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(e) repeating steps (c) and (d) until the N-teraiinal amino acid residue of Z has been 
introduced; 

(f) coupling the product thus obtained with a compound of the general formula 

QH X 



Template 



n 



S wherein 



>= 


1" 




Template 



is as defined in claim 1 and X is an N-protecting group or, if 



10 



)= 


1^ 




Template 



15 



20 



is to be group (al), or (a2), above, alternatively 

(fa) coupling the product obtained in step (e) with an appropriately N-protected 
derivative of an amino acid of the general formula 

HOOC-B-H III or HOOC-A-H IV 

wherein B and A are as defined in claim 1, any functional group which may be piesent 
in said N-protected amino acid derivative being likewise appropriately protected; 

(fb) removing the N-protecting group firom the product thus obtained; and 

(fc) coupling the product thus obtained with an appropriately N-protected 
derivative of an amino acid of the above gen^^ formula IV and, respectively, HI, any 
functional group which may be present in said N-protected amino acid derivative 
being likewise appropriately protected; or 
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Template 



is to be group (a3), above, alternatively 
5 (fa*) coupling the product obtained in step (e) with an appropriately N-protected 

derivative of an amino acid of the above general formula HI, any functional group 
which may be present in said N-protected amino acid derivative being likewise 
appropriately protected; 

(£b*) removing the N-protecting group from the product thus obtained; and 
1 0 (fcO coupling the product thus obtained with an appropriately N-protected 

derivative of an amino add of the above general formula EI, any functional group 

which may be present in said N-protected amino acid derivative being likewise 

appropriately protected; 
(g) removing the N-protecting group from the product obtained in step (f) or (fc) or (fc*); 
15 Qi) coupling the product thus obtained with an appropriately N-protected derivative of that 
amino acid which in the desired end-product is in position 1 of any functional group which 
may be present in said N-protected amino acid derivative being likewise appropriately 
protected; 

(i) removing the N-protecting group from the product thus obtained; 
20 (j) coupling the product thus obtained with an appropriately N-protected derivative of that 
amino acid which in the desired end-product is one position frurther away from position 1 of 
Z\ any functional group which may be present in said N-protected amino acid derivative being 
likewise appropriately protected; 

(k) removing the N-protecting group from the product thus obtained; 
25 (1) repeating steps (j) and (k) until all amino acid residues of have been introduced; 

(m) if desired, selectively deprotecting one or several protected functional group(s) present 
in the molecule and appropriately substituting the reactive group(s) thus liberated; 
(n) if desired, forming one or two interstrand linkage(s) between side-chains of 
appropriate amino acid residues at opposite positions of the P-strand region; 
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(o) detaching the product thus obtained from the solid support and removing any 
protecting groups present on functional groups of any members of the chain of amino acid 
residues and, if desired, any protecting group(s) which may in addition be present in the 
molecule; and 

5 (p) if desired, converting the product thus obtained into a pharmaceutically acceptable salt 
or converting a pharmaceutically acceptable, or unacceptable, salt thus obtained into the 
corresponding free compound of formula I or into a different, pharmaceutically acceptable, 
salt.. 

0 37. A process according to claim 36 but wherein an amino acid residue of type I is 
introduced by coupling with a leaving group-containing acetylating agent, followed by 
nucleophilic displacement with an amine of the formula HjNR'^ which, if necessary, is 
appropriately protected. 



38. A process according to claim 37 wherein said leaving group-containing acetylating 
agent is bromo, chloro or iodo acetic acid. 

39. A modification of the process according to any one of claims 36 to 38 for the 
manufacture of compounds according to claim 29 in which enantiomers of all chiral starting 
materials are used. 



